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1,2,4-^°}^ -B-S^fl, =L ^ ^#{l,2,4-Triazole 



derivatives, processes for the preparation thereof, and pharmaceutical compositions 



containing the same} 

<i> £ ^>7l 15. S^fe 1,2,4-^EloVf -B-JE^l afe nsl 

oll;^ ^12:^, ^ S.^}^ -*M|«H S^l-ofl ^ %°)^. 

<2> [3]-^ 1] 



<4> ^7) 1°1] A i , 

<5> Ri-c- C 3 - C 6 ^lt^M; C 3 - C 6 sfl^; d - C 6 <£C C x - C 6 

fe^, Cl " C 6 <£^], Cl " C 6 fS-t^], ^JL^l, 0\X2] hLf 3& 

l^it, MB^, ^ *\°}±sL <^1^^1 5-^.5.4^ ^d^€ 7ls sl-M- oi^v 5ii 



<3> 
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< 6 > r 2 ^ o}v}^o]jL t 

<7> A.B.C ^ D^r AA ^I^S 5 c ^r ^rt* 44^14. 

<8> tili3lJLo]jEl^ tfl^-g-^: A>o)s^ Al7ll q.^ (C0 X) £SiE}f?]- 

£ G/H ^1^1 IrClfe S.^ 7,]tm #*fl ^1:3 «flt 

^-a-i^ ^€ 4 o m^*MWi-i n J: o i 

<9> H^E]-#?K1£ $5]*^ ^ ^5]^ ^Cfl, ^3 Jl^<?] A>o)f- S ^- 

Aj^-o] |oj, ^ - ^e]^o] ^o.*l ^-t- #34], 40)1-3.4 A] 71] 

°n ^ ^4-^ ^ ^«H4 g$ ^f?-^ oj. ^isfl^ ^0.3 on v €4. 

J^] ^ =-^ f Al^ SL$ -O) J=L A^o] ^O.^ ^A>^4 H^AE} 
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$l^r ^OH, 4^ S A> j ^ JlA)-^! ^tgofl -o-g-^ £o) Of) 

*M4. 

<io> uli£flS.o|H^ ^■•g^l-^l tH><y-(European Journal of 

Cancer, Vol 37, p2302, 2001), 3l H -id # (Urology, Vol 58, pl27, 2001H4 *H 
(Exp. Opin. Invest. Drugs, Vol 9, p671, 2000)f-<*f|£. iL^r Sl^Rr ^S.%<*\] 4^ 

a| Til vMl-2 ^ SI ^sfl^l^] -fi-g-^^ cflslH^ ^-fK^-' John Vane, Towards a 

better aspirin" in Nature, Vol.367, pp215~216, 1994; Bruno Battistini, Regina 
Botting and Y.S. Bakhle, "C0X-1 and COX-2: Toward the Development of More 
Selective NSAIDs" in Drug News and Perspectives, Vol. 7, pp501-512, 1994; David B. 
Reitz and Karen Seibert, "Selective Cyclooxygenase Inhibitors"in Annual Reports in 
Medicinal Chemistry, James A. Bristol, Editor, Vol. 30, ppl79-188, 1995 H ^ 7l# 

3<H 5*4. 

n ^a^] 4W $14. n 7H V 1^-2-5. 
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£S.7)7\ ^^W. ^l&l ^3:^ 3,7} Dup697 (Bioorganic & 

Medicinal Chemistry Letters, Vol 5, p2123, 1995)°H, °1 ^ ^ -fK£*fl^ 3i]Bf# 

^Sl- SC-58635(Journal of Medicinal Chemistry, Vol 40, P 1347, 1997), 

-S: ^51 7\?]^ MK-966(W0 95/00501) 1>K£]j34. 
<is> n)^-^^ 5,466,823*1) ^1 5r«H 58S] tL)i- t^s} 

<14> [sl-iJ-Ai 58] 



<ie> W0 95/00501-^1 4^, *\7) W4 591- ^tt S|-^(S.2ll^4 t±)-g- 7fl4*r^- 5-1 



<15> 




1 O /I 1 A 
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<i7> [fffiq 59] 
0. 




<is> nl^-s-^^J: 5,633,272^]^1fe ^7] 604 3^t-(lH^M iU4 7)4 

5^1 ^Sl- 3Hrth 

<i9> [sj-tj-^ 60] 



<20> 




<21> 



A o V 7l 5j-*M 58 *fl*l 60^ S.^- Al #^.4^711^1-2^ nfltl: ^3 ^1 



2: ^ sr>M-o] Djl^^S. ^ i£i=. #^6>nl^ ^ ^V^nl 
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<23> £ 1^ i ;2) 4-Hel4# 4K£*ll S^r ^ Jf=.^ ^ o. 

£ it^m ^fll, Jl4# £fe <^]*H afl^^. ^ if-tlrq-. 

<26> LE^V £ ^-71 l,2,4-£^f>f. ^ zz.<3] ^-Jl^w o. 

£ <£ ^lfi-g- £E^ *H *]lL-g- ^Ml^ *fi^Kr ^ IW. 

<27> ^. ^ O. 1JL 1,2,4-Hs]^ ^h^I iE^ nsl Jf=^ 

<28> [Sj-tEl-Al !] 



<29> 




B S0 2 



<30> # 7 \ Sf^VAl l0 )]A-] , 
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<31> C 3 " C 6 Al# S O s V^; C3 _ Cg AlflC}^; 5,1^; ^ _ C( , ^ _ Cg 

Ci - C 6 IH^I, Ci - C 6 ^S-I^H, *V^^i ; oj-pj-, a^zjoj-p]^ c]o a v 

A]o}^ O^O^ ^ Efl ^ 7 1 5. °)AV Sfl 

"d; iiefl^; Ci - C 6 <£^1 i^efl'i; 

<32> Dll^ OH^OIJT, 

<33> A,B,C, ^ Dtt AA ^ iJi* M-Ej-^cf. 

-^71^4 ^7l^# if-^ 4W3^s si-g-slfe «1-§H^# 
<35> # 7 ] S^M] 12] <W#44 ^7l<gofl^ <£-f.pj^, <&3L^, ^5] , ^, 5)-§-, 

<36> a o v 7 ] 1S ] ^#4^ fj-^ofl^ 1^, 2^T 3^ OKI, ^*fl*Hr 

&tt4- o]£ SSI ^X] ^AJL^ ^til^ ^#2] cfl^^ o}^ 7 ]^ t 

4^1144^0]]^^ ^el-i-ol-^, ofltfi^tW^ N-^1^S.€^, N-ofllWl^, N-^ll 
#^4^, #-^7K!, #^-5LA>nl, -Sl^E]^, ^c^-ofol, 

eH^l, ^M-^KI, 4314*1, 4^14^, ^ohil ^1, l^J, 
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EEjoiiio^, ^sH^o}^, ee] 5S |o}b1 ( HsL^b}-^ f-S) <$o] o^o. 

sfs^Ai^ ^£^1AV, oi^, ^^a>, ns.^^.xf, ^^XV, iEflOl-SAV, ^Al^];, 
, 44haV ) p -^^<a#^, -g : c1|^A} ) jc^ 10-£HMli^]:4^ &£.4 °H ^ 

^<l>, Uf-sK^h ^eflA> ) uflB^^ o]a} > ^ gci* 

EfEfHAl-jz].^ ego] H]-^-a|^c).. 

<39> l,2,4-Be|o>^ -H-£^H^ 

< 40 > i-(4-d|| ^ )-5-5ll ^-3-B^ff5.Sl 1~1^[ 1 , 2 , 4] E. A ; 

<41> 5-(4-y^.S.-5ll 1 d)-l-(4-Pll4#S 1 d-^ 1 d)-3-H^#^^.5.Dl)l-l^[l,2,4]H^^l-#; 
<42> 5-(3-« ^ )-l-(4-^l 3f)l ^ )-3- S ej f-f-^S.*)] H 1 , 2, 4] B 2j ; 

<43> 5-(4-^JSLS.-34l ^ )-1-(4-d11 4#i^-5ll ^ )-3-BS] #-¥-5.^1 !-l#-[ 1 , 2 ,4]Hs] ; 
<44> 5-(3 , 5-cl 1-5.^.-4- Pfl «-a] -s)] ^ )-l-(4-*l] f^i^-s]] ^ )-3-BB) [1,2,4] 



1020020046551 #^ 2003/3/14 

<45> ^ )-l-(4-^l ^ )-3-H^ l^S^l Q-W- [1 ,.2 , 4] M J 

<46> 5-(3,4-^#SS-5ll 1 d)-l-(4-^fJ:^i 1 d-5ll 1 d)-3-B^#^^^l^-l^[l > 2 ( 4]B^6>#; 
<4?> 5-(3,4-^^^]-^]^)-l-(4-^]?l#it 1 d-2)l^)-3-H^#^S^^-l^-[l,2,4]B^o>^; 
<48> 5-(3 > 4-^#^^-^l^)-l-(4-^^i^-^^)-3-BEl#^o,^n11^-l^[l,2,4]H^o> 

< 49 > l-(4-^^^-^^)-5-(4-^^l-^)^)-3-B^l-^S^l-l^-[l > 2,4]Belol-#; 
<50> 5-(3,4-^^]^Al-^y)-i-(4-^Bl^i 1 d-3Jll^)-3-B^#^5.^^-i^[i ) 2,4]B^^#; 
<5i> i-(4-d{| ^ild-J^ <g| )-5-p-l-l-3-B2l tflSPlI 1 , 2 ,4]m3 ; 
<52> 5-(3 ,4-tl ofl fM ^ M-(4-o{| ^S^-Jll ^ )-3-BSl 1-LHl , 2 ,4] HB] ; 
<53> 5-(3-#S-S-4-ofl 1-511 ^)-1-(4-pI1 ^^^-5)1 ^ )-3-BE] 1-1^- [ 1 , 2 ,4] He] °V 

#; 

< 54 > 5-(4-#S J.-3-^ll 1-5)1 ^ )-l-(4-^l ^^^-511 >d )-3-H5] #^5.^1 €-l^[ 1 ,2,4]^°} 
a • 

<55> 5-(3-l-S^-4-Dll^Al-5ll^)-l-(4-^lfl^£ 1 d-2ll 1 d)-3-Bel#^5.Dlll-ly¥-[l,2 ) 4]H^ 
<56> 5-(4_ #M _3-^^Al-^^)-i-(4-^El^ 1 d-5ll^)-3-B^^^-S^l-l^-[l ( 2 I 4]B^ 
<57> 5-(3-#^^-4-^l-5)l^)-l-(4-^l^S^-^l 1 d)-3-Bel#^S.^]l-l^[l,2,4]Be] 
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<58> 5-(4-#^5-S.-3-^l ^-5)1 ^ )-l-(4-*fl ^ )-3-H^ #^^^M-1^[ 1 ,2,4]^^ 

<59> 5-(3-#^^.S.-4-^] 4*1 ^ )-l-(4-^] )-3-He] t-^S^l 1-1#- [ 1 , 2 ,4] H 

<eo> i-( 4 -*ll 11^^^-511 ^ )-3-He| 1-^5-^ €-5-(4-^s] ^-5)1 ^ )-l#-[l ,2,4]]= 

<6i> 5-(4-^l^-Al-5ll^)-i-(4-^lE] : #S 1 d-sll'd)-3-H^#^S^l-l^[l,2,4]H^o>^; 
<62> l-(4-^^i^-^^)-5-(4-H^#^^^]^l-5ll'd)-3-H5]#^5.^t-l^[l,2 ) 4] 

<63> 5-(4-^l-^l^)-l-(4-^^#S^-^^)-3-HBl#^5.^)l-l^[l,2,4]B^^; 
< 64 > 5-(4-^l^-^l^)-l-(4-^^#i^-5)l'd)-3-H^#^^^l-l^[l,2 ) 4]Hs]^; 
< 65 > 5^[4-( N -pll ^ ]-i-(4-^] ^i^-^l ^ )-3-BSl ffiS^|-lfr[l, 2 ,4]B3 

< 66 > 5-[4-(N,N-^^]^4 D l^)-^l^]-l-(4-^m^ 1 d-5)] 1 i)-3-H^#^S.^l-l^[l ) 2,4] 

< 67 > 5-(4-oH^-sll 1 d)-l-(4-°ll^i 1 d-2ll^)-3-H^#^S^l-l^[l ) 2,4]H^^#; 
< 68 > 5-(3-H&l€^S^l-3lN)-l-(4-^El;#i^-sll 1 d)-3-H^#^-^^^-l^[l,2 ) 4]B 

<69> 5-(3-^l^-Al-sll^)-i-(4-Pim#i 1 d-3fl 1 d)-3-Ssl#^-2.S^€-l^[l ) 2 1 4]H&|^; 
< 70 > i-( 4 -^l ^^i'd-^l ^ )-5-m-#l-3-H^ #^£S*fl %-\H- [1 , 2 ,4] ; 



1020020046551 #^ H*}: 2003/3/14 

< 7 i> i-(4-pfl ^^^-5)] ^ )-5^p-l-l-3-HBl#^-^.SPll 1-1/H 1 , 2 ,4] B£| ! 

< 72 > 5-(2-«^a-^l^)-l-(4-^l^S^-^l^)-3-H^#^S.^l-l^-[l,2 ) 4]Bs)4#; 
< 73 > 5-(2-^l^Al-^^)-i-(4- D il^^i^-^l^)-3-E^ss^^ D ||^_ 1 ^ [li2)4]He j d |.^ ; 

<74> 5-(2 ,4-c] ^ )-l-(4-^] ^ )-3-H^t^i£l !-l#-[ 1 , 2 ,4] B^ o} 

5. » 

<76> 5-(2,4,5-M^#^S-^l 1 d)-l-(4-^Hl^ 1 d-5|l 1 d)-3-H^#^S.^l-l^[l,2 ) 4]B 
<77> 5-(2,3-^#^-^N)-l-(4-^m#£^« 

< 78 > 5-(2,4-c]#SS-^]^)-l-(4-^]^#±^-^^)-3-Be)#^^D]]^-l^[l,2 ( 4]H^^#; 
<79> 5-(3,5-^#^S^l^)-l-(4-^^#i^-^^)-3-B^#^^^l-l^[l I 2,4]Hslo> 
• 

<so> 5-(3 , 5^ n]l JLaI -sfl ^ )-l-(4-^l ^#5^-511 ^ )-3-B£) f^SDfl ^-1^-[1 ,2,4]Bs) 6 )-#; 
<8i> 5 _(2 , *fl^ a] ^ )-l-(4-^l ^ )-3-H5l #^^1 ^-i^[ l , 2 , 4] He| o>s ; 
<82> 5-(3,4,5-Be]i^l-4^)-i-(4-ajl^#i^-^^)-3-Be1#^^ll-l^[l,2,4]Be] 

<«; 

<83> 5-(2-l-^ #^B*fl ^-31] ^ )-l-(4-"fl ^M-sfl ^ )-3-B^ ti-ltf 

-[l,2,4]H5l^ ; 
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<84> 5-(2-t^^-4-MS^-^^)-l-(4-^El^i'd-5ll 1 d)-3-H5l#^^^€-l^[l ( 2,4]B^ 

<85> 5 -(2 , 4-3 #£.3.-5-f^-.SL3.-*l| M )-l-(4-pfl ^#^^-31] Hi )-3-H5] !-l# 
-[l,2,4]B^o>#; 

<86> 5-(3-#^^-4-^l-^l^)-l-(4-^Hl^^-3Jll 1 d)-3-B3#^5.^1-l^[l,2 ( 4]H^ 
<87> 5-^^[l,3]3^#-5-^-l-(4-^l^:#i 1 d-2ll^)-3-H5l^^S.^^-l^[l,2 ) 4]H^ol-^ 

<88> El#^^-2-[3-H3 #^-£-^1 l-5-(4-Bel l-sfl <d )-[l,2 ,4]^ 4*-l- 

<89> 5-^1 ttl>i-2-[3-B2]t^^Si l-5-(4-^l 4*1 -^1 ^ )"[ 1 . 2 , 4]H^ 3 £ ! 
oo> 5-^l^i 1 d-2-[3-Hel#^S.^^-5-(4-Hel#^^^^-^-2l) , d)-[l,2 ) 4]H3 0 >* 

-i-^]-s)^; 

<9i> 5-^]^i 1 d-2-[3-He]#^o_^^l^-5-(4-f-^- 1 i-4 1 d)-[l ) 2,4]S3 0 >*-l-^]- 3 1^^; 
<92> 5-tij) ^^^-2-[3-H^ l-5-(4-^l o>ic- j|l \i )-[ 1 , 2 ,4]^! o>^-l-«i 3 £ ; 
<93> 5-^^i^-2-[3-H^#^^^^-5-(4-oH^-^l , d)-[l ) 2 > 4]H2l4*-l-^]-^^ i a; 
<94> b1^^^-2-[3-H3 #^£5.^1 l-5-(4-N-^il^^l-3 2n-*H ^)-[l ,2,4]H^ °l-#-l-^ ]- 

<95> 5-^^i^-2-[3-Hel#^S^l-5-(4-N,N-3^1^ 0 H^-s11 , d)-[l,2 ) 4]H&|*1-#-l- 
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<97> 5-Dfl ^#i^-2-[3-He)l-^--2.S^ l-5-(3-^e| ^ )-[ 1 , 2 ,4] 3-^-1- 

m-2H3; 

<98> 5-^^i>dl-2-[3-H^#^iS^^-5-(3-^^l-i|I^)-[i,2 f 4]HBlo>^-l-^]-3r|ElTa; 
<99> 5_cfl tt£^-2-[3-B2]if^Dl| l-5-(2 ,4-3 ^ )-[ 1 , 2 ,4] ^>#-l-^]- 

333; 

<ioo> ^#3E^-2-[3-B«l #^-£^1 ^-5-(2 , 5-3 €^^-^1 ^ )-[ 1 , 2 , 4]I^}f-l-^]- 

33£; 

<ioi> 5-^l^:#i 1 d-2-[3-H^#^s.Dlll-5-(2 ) 4,5-Bel#^S.-5ll , d)-[l,2 ) 4]Seloi.^-i_ 
<102> 5-^Hl#S 1 d-2-[3-H^#^£^m-5-(2,3-3l-S.S.-sll 1 d)-[l,2 > 4]B2l4^-l-^]~2l 

33; 

<i03> 5-^l^i^-2-[3-Se]#^S^^-5-(2,4-3#M-2ll^)-[l I 2,4]Be]ol-#-l-^]-sl 
<104> 5-^l^i 1 d-2-[3-Hs]€^^^m-5-(3 > 5-3#^S-5im)-[l > 2 > 4]M^^-i-<^ ] _ 

<ios> 5-^1 5£ ^-2- [3-B2] t^^l l-5-(3 , 5-3 ufls. a] )- [ 1 , 2 ,4]He) 

3^; 

<W6> 5-bf) ^^^-2- [3-e e] #^3L ^ll-5-(2 , 4-3 °fl -511 \i )- [ 1 , 2 , 4] B a) o>^-J-^ ] -3 
3^; 
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<io?> 5-^] ^-2-[3-Se| €-5-(3 , 4 , #-f-^.S.-*H ^ )-[ 1 , 2 , 4] He] 0}#-l- 

<108> e}:#^-2-[3-HE] #-f-_0_S*fl l-5-(2-§^^-4-H^ f-^-iLS.^ ^ )- [ 1 , 2 , 4] 
HeM^-i-^-sje^; 

<109> Bj-#i^-2-[3-H^ #f--£-H*)l l-5-(2-tSS-4-t] HS-sIl ^ )-[ 1 ,2 , 4]^S] <^>#-l-^ 

<no> 5-ofl ^i^-2-[3-Se] #^S.^ll-5-(2 , 4-^ #S£-5-#^-H5.-s|| ^ )- [ 1 , 2 , 4] He] <>} 
ir-L-m-3|em; 

<m> ^#S^-2-[3-JE^ ^p-SL^ l-5-(3-#^S-4-pfl ^ )-[ 1 , 2 , 4] H£] 1-«J 
<ii2> 2-(5-^S[l 1 3]^4#-5-°a-3-H^#^^^^-[l,2 ( 4]HHl^-l-^)-5-^^#i^-2] 

<ii3> 3-[2-(4-ffl ^i^-al] ^ )-5-H 5] f -2H-[ 1 , 2,4] He] o>#-3-<^ ] e] ^ ; 
<ii4> 4-[2-(4-^]^i^-^] , d)-5-He|l-^S.^l-2^-[l,2 ) 4]He]ol-^-3-o^]- 5 i]^ 1 z i ; 

<115> 5-Al#S?!l^-l-(4-^El#S 1 d-5)l 1 d)-3-HS]#^5.^11-l^-[l ) 2,4]H^4*; 
<116> 5-^#S^4fl-l-°^-l-(4-^Bl#i^-5ll'd)-3-He]#^o.5.ull^-l^[l ) 2,4]H^^; 

<117> 4-(5-3fl 1 d-3-Hell-^S.^^-[l ) 2 ( 4]Be]o>^-i-^)-«}lxjl^oful^.; 

<118> 4-[5-(4-ti.S.S--5)] ^ )-3-Si] t^iSl i-tl^^lSej^f-i-o^-aflltioHn; 

<H9> 4-[5-(4-#^S-^l^)-3-He]#^^^l-[l ) 2 > 4]He|o>^-l-^]- 1 ffl^l^oH^-; 
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<120> 4-[5-(3,4-^l-^i^^^)-3-H^#f-^S^|^-[l,2,4]HS]o>^-i-^]-^l^$ol-TilH 

<i2i> 4-[5-(4-fSS-^l ^ )-3-He] #^ ISl iHl ,2, 4]B^}f-i-<g]-| 3!#£<>H H ; 
<i22> 4-[5-(3,4-^#SS-^^)-3-B^#f-^^l-[l I 2,4]Se]4#-l-^]- 1 61^1#^H^; 
<i23> 4-[5-(4-^^Al-^]^)-3-Hell-^-$.^^€-[l,2,4]HEl^m-l-^]-^l^#^HH; 
<i24> 4-[5-(3,4-^n)14Al-^^)-3-H^s = ^^l^-[i ) 2 ) 4]H^^-l-^]-^^#^H£; 
<i25> 4-(5-p-l-^-3-He]#^S^l-[l,2 ) 4]H5l<=>>#-l- o a)-^!^l#^H^; 
<126> 4-[5-(3,4^^f-^)-3^BelWiLS^l-[l,2,4]Helo>^-i-^>^^^6>nls.; 

<i27> 4_[5-(3_^ s ^_4_pil ^ )-3-HBl l-^S-^l €-[1,2, 4] o}#-l-<y 
— ! 

<128> 4-[5-(4-#S.^-3-^l ^-4 ^ )-3-HBl #^2.3.*H ^-[1 , 2 , 4]H2] ^>>#-l-^ J-^^t^^l 

— I 

<i29> 4_[ 5 _(3_^ s _ 4 _^^Al-^^)-3-Be]l-^^T 3 111-[l > 2 I 4]H5l4#-l-^]-^^#^ d l- 
<i3o> 4-[5-(4-#S.S.-3-^l^-^l -511 ^ )~3-HB] #^-5.3. tfl l-[ 1 , 2 , 4] He) o>^-i-<y J-'M^ 0 } 

<m> 4-[5-(3-#^S-4-^ll-3)l^)-3-H&|§^S.^l-[l,2,4]B^4#-l-^]-^l^l^€- 0 > 
<132> 4-[5-(4-|fiS-3-1 1-511 ^ )-3-He1 #^5.^1 ^-[1,2 , 4] o>#-i-<^ ]-^#£o> 
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<133> 4-[5-(3-*^^-4-^^l-^^)-3-Be]#^S^l^-[l ) 2,4]B^^#-l-^]-'a^l^ 

<i34> 4-[5-(3 , 5-3 -t JLS-4-*)] ^ )-3-B£)!-?-£5.*)l 1H1 ,2, 4]^^ ^#-1-^ ]-« # 

<135> 4-[3-H^#^S^l-5-(4-H^#^^^l€-4^)-[l,2,4]H^o>^-i-o^]_Hg^^o]- 

<136> 4-[3-E^#^^^l-5-(4-^^Al^3^)^)-[l,2,4]H^^m-l- o a]-^^l#^o>nlc; 
<137> 4-[3-H^#^^^m-5-(4-S^#^^D|l^l-3qi^)^[i ) 2 ( 4]^B]of^-i-^]-^^^ 

<i 38 > 4-[3-H5]f^Sil-5-(4-^|-fflN)-[l,2,4]S5|^t-l-^]-'i!^t$ (i f D lH; 
<139> 4-[3-HH]|^i£li-5-(4-A|o}k-^)-[U,4]B^l-t-l-^]-«!lt?4 D lH; 
<140> 4-[ 3 -E^§e^ D |i^_5-(4^1.nl^-^|^)-[i j 2 ) 4]He]^-i-^]-ia^#e d HS; 
<i4i> 443-H^m£ll-5-(4-N-il«Ht-^l^)-[i,2,4]He)4t4-^]-l!^t€ 6 M = 

<i42> 443-Be]t^1i-5-(4-N,N^1i^lMN)-[l,2,4]E^}t-i-oj]-|||a 0 i. 

<i43> i-iHsimsii-s-ijii-u^iEEion-i-^-nitM^; 

<144> 4-[3-H^#^^^ll-5-(3-B^#^S.^]^-5ll 1 d)-[l ) 2 > 4]He]o>^-i-^]-^^^io> 
< 145 > 4-[3-E^§s^^^ 5 _ ( 3_ Pll ^ Al _^^ ) _ U)2(4] 3^o^- 1 -<^]_^^^6>nlB.; 
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<146> 4-[3-H^#^^^ll-5-(2-w5.2.-5il^)-[l,2,4]B2] d m-l-^]-^^!#$^HS; 
<i47> 443-H^tn£li-5-(2-1^Al^l^)4i ) 2,4]EE]6}t4-o^-^^^ oW£; 

<i4 8 > 4-[3-Be)#^^^ll-5-(2,4-^f-^5.-^l^)-[l ) 2,4]^elo>#-l-^]-^)^!#e o H-^ 
<149> 4-[3- H sj#^S^l-5-(2,5-^#^^-^^)-[l,2,4]H^^#-l-^]-^^#$4 u ]^- 
<iso> 4-[3-Ss]#^S^^5-(2,4 > 5-^#^^^^)-[l ) 2,4]B^6>^l-^]-^^$o> 

<i5i> 4-[3-Helt^^ll-5-(2,3-^#^-^l^)-[l,2 ( 4]m^4^-l-^]^^l##oHH; 
<152> 4-[3-HBi #-f-£3.*fl 1-5-(2 ,4-c] ^ )-[ 1 , 2 ,4] H5-] — ; 
<i53> 4-[3-H^#^^l^-5-(3,5-^^l^Al-3qi^)-[i ( 2,4]H5l^-l-^]^^^^lH; 
<154> 4-[3-H^#^^^ll-5-(2 ) 4-^^^Al-4^)-[i ) 2,4]B^c>F#-l-^]-'a^)^$ol-Dl^; 

<155> 4-[3-B^^^^l-5-(3,4,5-B^€^S-^^)-[l,2 1 4]HSl4^-l-^]- 1 i^#€ c >l- 
<156> 4-[3-B5^ #^-J^*11 l-5-(2-#^S-4-H^ l-Jill ^ )-[l ,2,4]BBl °>#-l-«J ] 

<157> 4-[3-Be| ^-5-(2-tS.£-4-M ^)-[l , 2 ,4]H3 a}#-l-<3]-'M#€-<>> 

*1 = ; 

<158> 4-[3-H^#^S^l-5-(2,4-^#S^-5-#^S-^m)-[l,2 ( 4]H^^-l-^]-^^l 
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<159> 4-[3-^^#^^^^-5-(3-#^^-4-^^-^]^)-[l,2,4]H^4#-l-^]- , ffl^^ 0 l- 

<i6o> 4-(5-^^[l,3]^^#-5-^-3-Be]l-^^^l^-[l ) 2 ) 4]Bel^-l-^)-ia^€- c >H^; 
<iei> 4-(5-^^^-3-^-3-Hs]#^i^^l-[l,2,4]H^^-l-^)-Sjl^l^^^l-ulH; 
<162> 4-(5-s) ^-4-^-3-He| 1H 1 ,2 ,4] B&M^-1-<|) = ; 
<i63> 4-(5-Al#s.«]^-3-Ss1^^.S.^l-[l,2,4]Hsl^#-l- o a)-^!^!#€- 0 HH; 
<i 64 > 4-(5-^l ^1-1-^-3-^el 1-[1 , 2,4]B&| o>#-l-^ )-M#-g-oH ^ ; 
<165> 5-^l^r#i 1 d-2-(5-3)l^-3-H&|#^-$-S.^^-[l ( 2,4]HElo|-^-i-^)-irle]^; 

<166> 2-[5-(4-y.S.S-5|l Hi )-3-BE| ^£B*1] fHl , 2 , 4] BHj ]-5-*l| e^SL^sj] 5} ^ ; 

<167> 2-[5-(4-#f-^S-4^)-3-HH]#^^Till^-[i ) 2 I 4]Belof#-l-^]-5-^l^S^-2l^ 

<168> 2-[5-(3 ) 4-^#^S-^l^)-3-He1#^^^l-[l > 2,4]B^^#-l- < a]-5-^lf3:^i 1 d- 

<i69> 2-[5-(4-t-SM y )-3-Bs] #^--2.^^ 1-[1 , 2 ,4]Sel o>^-i-<^ j-5-p]] e1^£^-2) e) £ ; 
<170> 2-[5-(3,4-^#^-^^)-3-Bel€^S^l-[l,2,4]He)ol-^-i-^]-5_^El^i^-3x] 

<i?i> 5-^^ i ^-2-[5-(4-^^Al-^^)-3-Ee]#^^^^-[i ) 2,4]B^^-l- o a]-^sl i a; 
<172> 2-[5-(3,4-^^^A]-^^)-3-BBl#^^^l-[l,2,4]BBlo}§-i-o^]_5_T 3 ilEl^^-3q 

<i73> 5-p)] Ei^ 5 ^-2-(5- p -i-l-3-Bel f-^B^l !H 1 , 2 ,4] Bel o}^!-^ )-s) e] c} ; 
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<i74> 2-[5-(3,4-^^^-^]^)-3-He]#^S^l-[l,2 ) 4]He]^#-l-^]-5-^E]:#i^-2le] 

<17 5 > 2-[5-(3-#SS-4-^ll-s)l ^ )-3-^e] 1-[ 1 , 2 , 4]B^ ^#-1-°^ ]-5-^l 
<i7 6 > 245-(4-tSl-3-i|^N)-3-E^t^£ii-[l,2,4]I^6}f4 : ^]-5-1ttl^- 
<177> 6-[5-(3-t£S-4-1^A|-jjl ^ )-3-E2]|fiSi 1-[1 ,2,4]Se| 0^-1-^]^ 5^ ^-3-# 
<i7 8 > 6-[5-(4-#^-3-^^l-^^)-3-H^#^S^^-[l > 2 ( 4]me]^#-l-^]^Hl i a-3-# 

£-<4 o}v)EL; 

<180> 6- [3-^5} o. j^nfl ^-5-(4-B&| ^-ail ^ )- [ l , 2 , 4] B&l ^-1-^ ]-3£| e) ^-3- 

<181> 6- [3-Be] #^^^^1 l-5-(4-i ^ H l , 2 ,4] o}^-l-<U ] e| ^-3-#€-<4 o}n] 

— ! 

<i82> 6-[3-H^#^^^ll-5-(4-H^#^^^l^|-^^)-[i ( 2 ( 4]H^4^-l-^]-2l^l i a 
<i83> 6 -[3- H ^^^ 13 )]^_5-(4- f -w^_^^)^[ lt 2 ) 4]E^o^-i-^]-^^^-3-#^ o\v] 
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<184> 6-[3-Hs] #^£3^] 1-5-(4-a1 o>^-5)l t=| )- [ i , 2 , 4] Bel oV#-l-^ ] -s] ^-3-^^ °M 

<i85> 6-[3-Be1 -$.5.^1 t-5-(4-<>M ^ )-[l , 2, 4]Htq <>]-#- 5} £-3-#£# 6 M 
— ; 

<186> 6-[3-H£] #^.^1 l-5-(4-N-^l t^M t-5fl <d)-[l ,2 ,4]Be} f }^-l-<H ^-3-^€- 
<i8?> 6- [3-B e) f^iii 1-5-C4-N , N-^ *fl ! ^n] ^-^ ^ )- [ 1 , 2 , 4] B e] o>^-i-<^ ] -n\ e| ^-3- 

<188> 6-[3-S5ltfiiil-5-rti-[l,2,4]H2]^t-l-^]-sl2l^-3-tM 0}^; 
<i^643-I^'tfJlS"fll-5-(3-t|^l-i|^)-[l,2,4]E2]4f-l-^]-Ji1 e^-3-#^.oH 

<i9 0 > 6-[3-Be] iSl €-5-(3-Be] ^ )- [1,2, 4] Be] o>#-i-«y ] -31] 3-3- 

<191> 6-[3-Bel#^S^l-5-(2-B^£^]^)-[l,2,4]Belofs_ 1 _o^ ] _ 3 |^^_3_^A|. ofn] 

Jr. ; 

<i92> 6-[3-B5l#^^ll-5-(2-^l^Al-^l^)-[i ) 2,4]Bel^-l-^]-3ile]^-3-#^ 

— ! 

<i93> 6-[3-Be] 1-5-(2 , 4-^ l-^^-sfl ^ )-[ 1 , 2 , 4] Be) ^-l-^ ] -s| 3 £-3-#€- 



1 oA-oa 
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<194> 6-[3-B=l 1- ^f-$-3-*\} 1-5-C2 , 5-tl ^ )-[ 1 , 2 , 4] He} <>V#-1-*] h$\ el ^-3-#^ 

<195> 6-I3-HB] #^£^1 1-5-C3 , 5-^ iS-J| ^ HI , 2, 4] He} <>V#-1-«J ]-SJ E] ^-3-#£ 

<i96> 6-[3-Hsl tfiS^] 1-5-C2 , 4 , 5-H&1 ^ )-[ 1 , 2 , 4] He] o^-l-H ] el ^-3- 

<197> 6-[3-He) ^- 5 _(2-^^ o_s-4-Bel #-^_2_3.*ll l-sj] ^ )-[ 1 , 2 ,4] Bel a}^-i-Qj ] 

-^e]i=l-3-^M ; 
<i98> 6-[3-He1#^^^l-5-(2 ( 4-^^^^-^W)-[l,2,4]Belol^-i-^]-^slia-3-^^: 

<>H H ; 

<200> 6-[3-Hel .£-£"11 1-5-(2-tSS-4-tl ^ )-[l , 2 ,4] He) ^-1-^ ]-5E) el ^-3-# 

<20i> 6-[3-He] l-5-(2, 4-^ ^£3.-5-#^-.SLS-*l| ^ )- [ 1 , 2 , 4] He) <=>>#-l-«^ ] 

<202> 6- [3-Be] 1-^.2.^1 ^-5-(3-#^-^^-4-^l <d Hi , 2 , 4] He] e] £-3-# 

<203> 245-(4-#^-£5.-3-*ll 1-511 ^ )-3-Hel #^£5.^1 €-[1,2 , 4] Bel o>^-i-<y ] -5-*H ^S. 
^d-slel^; 

1*5/1-97 
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<204> 2-[5-(3-#^S-4-^^Al-^^)- 3 -H^#^S^^-[l ) 2,4]H^o>^-i-^]-5-x J )]E] r ^ 

<205> 2-[5-(3 > 5-^#SS-4-^^l-3f|)^)-3-m5]#^S^l-[l ; 2 > 4]Be)o>§-i-^]-5-^^ 

<206> 5 _ Bl )^ i ^-2-((3-5i]e]^^)-3-H^l-^S^l-[l,2,4]B^^}#-l-^))-^e] i a; 
<207> 5-ofl ^r#3L^-2-( (4-sJ e| q ^ )-3-B&1 #^2.3. !H 1 , 2,4]B&| of#-l-°J ) )-*\ el ^ ; 
<208> 2-(5-a] #^«! ^-3-Bsl , 2, 4] He| o>#-l-^ )-5-i el^i'd-^ £] £ ; 
<209> 2 -(5-Al#s^>ffl-l-^-3-B^^iS^l-[l,2 ) 4]HH]^-l-'a)-5-nll^:#^^-5i|El^; 
<2io> 6 -(5-^^_3_E^ss^ SDl i^-[ li2 ,4]BHloV#-l-^)-3qe]^-3-^^A> 6>nlH; 

<21l> 6-[5-(4- « sL5L-n ^ )-3-Be|t^ Sc )l ^- [ 1 , 2 , 4] H&l ^-1-H ] A £-3-#£^ 
xz ; 

<2i2> 6-[5-(4-#^S-^^)-3-He1€f-^^lg-[l ) 2 > 4]H^^#-l-^]-3q^^-3-#^ of 
= ; 

<2i3> 6-[5-(3 , A-A W$-S,-n ^ )-3-He] t^^Dil ^-[1 , 2 , 4] = 3 oj-#-i-<H ]-s| 5] £-3-#£ 
<2i4> 6-[5-(4-t^N)-3-H5]t^i^-[l,2,4]He]4t-l-^]-sj^-3-t^^ °H 

— i 

<215> 6-[5-(3,4-c]1-^-^^)-3-H^#^S^^-[1,2,4]H£]o>^-i-o^]_^^^_3_^av 
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<2i6> 6 -[ 5 -(4-pfls.Al -s)] ^)-3-S5]f^i 1-[1,2 ? 4]^ ^>#-l-°^ A ^-3-#£# o>d1 
— ! 

<217> 6-[5-(3,4-^^^a)-^]^)-3-H^#^S^^-[1 ( 2,4]S^ 0 >#-1-^]-^^^-3-#^ 
o>uls. ; 

<2i 8 > 6-(5- p -|l-3-H5]|fi£l !-[ 1 , 2 ,4] S3 4#-l-^ ^ ^-3-#^^> *H — ; 

<219> 6-[5-(3 , 4-^ ^-5)1 ^ )-3-B3 ffilDj t-[ l , 2 ,4] He] af^-l-H M e) £-3-^^ °\ 

<220> 6 _[5_(3_s 5 _^_ 4 _ Dl | ^jfl ^)-3-Ee]|s i£D) | ^_ [: 2 4] H ^ o>^-i-^ ]-jz] ej ^-3-#£ 
<22i> 6-[5-(4-#^-3-^€-^^)-3-m3#^S^l-[l,2,4]He]ol-^-i-^]-5i)e)^-3-^ 
<222> 6 _[5-(3_^ s ^_ 4 - tI )i s-a] -3)] ^ )-3-He) 1^5.^1 1-[ l , 2 , 4]Bej o>*-l-^ e] ^-3-# 
<223> 6-[5-(4-tSS-3-i -21] ^ )-3-M5] #^HH*ll ^-[1,2, 4] He] ^#-1-^ 3 ^-3-# 

<224> e^s^-IHSH-il-^l^l^iil^i^^iH^it-i-i]^^^ 

<225> 6-[ 5 -(4-S s 0^-3-^ ^-5)1 ^ )-3-Se]t^ s ^ ! 2 ( 4]BHM#-1-11 M 3 ^"3-# 



1 o /i on 



1020020046551 #^ 2003/3/14 

<226> 6 -[5-(3-§ j=l 0^5.-4-^3.^ ^ )-3-Be) HI l-[ 1 , 2 , 4] He] ^#-1-^ ]-5xj el ^-3- 

<22?> 6-[5-(3,5-^#SS-4-^SAl-4^)-3-Hell-^H^l-[l 1 2,4]Hel^-l-^]-^el i a 

<228> 6-(5-5i) 51 ^-3-^-3-Bel #^f-BBt>fl ^-[1,2, 4] Bel oj-^-i-o^ )~A A ^-3-##^V °H e ; 
<229> 6-(5-sl s) ^-4-^-3-Bel#^-H^l 1 ,2 ,4] Be) of^-l-H )~A A °M H ; 

<230> 6-(5-^l ^-3-HB] #^BB*ll i , 2 ,4] Bel °}^-l-<£ el £-3-t^*> £ ; 
<23i> 6-(5-a1 #sL«i ^1-1-^-3-Hel s.^ o_ <g-[ 1 , 2 , 4] Bel o}^-i-<H A £-3-### <>M 
— ! 

< 232 > 2-^l^i 1 d-5-(5-tfll^-3-Bel#^-B^^m-[l,2 > 4]Belo>^-i-o E ])_5X]sl^; 

<233> 5-[5-(4-BBJ2.-sfl ^ )-3-Bel fflSi *§H 1 , 2 , 4] Bel ^-1-^ ]-2-*fl ^B 1 ^ el £ ; 

<234> 5-[5-(4-#^BB-^^)-3-Bel#^-BB^l-[l,2 ) 4]Be]o>^-i-<y].2-o]m#B^-5Xlel 

<235> 5-[5-(3 > 4-^#^BB-^m)-3-Bel#^BB^l-[l,2,4]Belo>^-i-^]-2-nilE] : ^i^- 
*)A^; 

<236> 5-[5-(4-#BB-^l^)-3-Bel#^BB^l-[l,2,4]B^ol-^-i-^ ] _2-^Ei^i^-5ilslcl; 
<237> 5-[5-(3 > 4-^m^-^l^)-3-Bel#^BB^^-[l,2 I 4]Belof§-i-o^]_2-nllE]-^i^-3X] 

<238> 2 -o|1^£^-5^[5-(4. d iijila1-^^^ 
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<239> 5-[5-(3 > 4-^^]^]-^^)-3-E^^ iLS ^]^-[i ) 2,4]B^4#-l-^]-2-^^#i 1 d-3] 

<24o> 2-nfl ^#3L^-5-(5-p-tt-3-m2l t^^^l l-[ 1 , 2 , 4] He] ^#-1-^ B] t=1 ; 

<24i> 5-[5-(3 j 4-^^^-^l^)-3-Hel#^ST I )l^-[i ) 2,4]^elol-^-i-^]-2-oll^;#i^-^s] 

^; 

<242> 5-[5-(3-#5.S-4-*H ^-3J)) ^ )-3-E2]|fisi 1-[1 ,2 ,4] HHl <4#-l-<H ]-2~A ^S.^- 

<243> 5-[5-(4-#SS.-3-Bfl H-n *i )-3-H^ #-f-_2.5.afl 1-[ 1 , 2 , 4] Hel o>^-i-<^ ]- 2 -nfl 

<244> 5-[5_(3- #ss _ 4 _^^Al-^^)-3-H£]#^^^ll-[l,2,4]He|^#-l-^]-^£]^-2-# 

<245> 5- [5-(4-tSS-3-i -n ^ )-3-SS] #^^1 1-[ 1 , 2 , 4] He) 4l~l-^ 3 £-2-^ 
0 fp] = ; 

<246> 5 -[5-(3-g. s ^^_ 47Dj] ^ )-3-HS)#^5.^1 1-[1 , 2 , 4]B^ 41-1-°^ B] £-2-# 
<247> 5-[5-(4-t^-3-1i^l^)-3-I^t^1l-[l,2,4]Hfi|4t-l-^]-2-i^I 
<248> 5-[5-(3-f^lS-4-1^Al -511 ^ )-3-H5^ #^5L*fl 1- [ 1 , 2 ,4] Se] o^-l-H ] -2-nfl 
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<249> 5-[5-(3,5-^#SS-4-^]^A]-^^)-3-BSl#^^^] 1 i-[l ) 2,4]B^<='l-#-l-^]-2-^El- 

<25o> 5-(5-a1 #s.sn 4J-3-H 3 ^ =l o_ ^ i >2 , 4] B s] <4#-l-^ )-2-^| ^r^i^-^l h] £ ; 
<25i> 5-(5-Al#^^^-l-^-3-B^#^S^l-[l,2,4]B^of#-l-^)-2-^^#S^-^2]^; 
<252> 5-(5-s11 , d-3-He|l-^£ofll-[l,2 ) 4]B^^-l- o a)-^sl i a-2-#^ 
<253> 5-[5-(4-aSE-2|l ^ )-3-H2]t^i£Dll l-[ 1 , 2 , 4] B£] <>>#-l-^ ] e| ^-2-^^ 

<254> 5-[5-(4-#^S.-5|l ^ )-3-BB]#^S.^^-[l, 2,4]BB] ^ £-2-### 0} 

< 255 > 5-[5-(3 > 4_t:]#f.^^-3f|l^)-3-Bel#^^^^-[l ( 2,4]B^ <5 f#-l- < ll]-^s]^-2-^^ 

<256> 5-[5-(4-#S.S.^ ^ )-3-B&| l-f-^pfl €-[1,2 ,4]Bsl°>^-l- < ^ ] ^ ^-2-#^^V oH 

< 25 7> 5-[5-(3,4-^#S^-^l^)-3-B^#^S^l^-[l,2,4]B^6l-#-l-^]-^H]^-2-#€-^l- 

<258> 5 -[5_(4_ TI ii^l-^^)-3-HBl#^S^l-[l ) 2 ) 4]Belo>#-l-^]-^el^-2-#^ 4*1 

— I 

<259> 5-[5-(3,4-cl *)]^H -n ^ )-3-BE] !H 1 ,2,4] B3 4#-l-<H M £-2-#-£^> 

4*1-^; 

<260> 5_(5_ p _ 1 .^_3_E e) o_^p11 >g-[i , 2 ,4]B5] 4#-l-U h] 3-2-#£tf 4 C 1 «= ; 
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<26i> 5-[5-(3,4-^^]^-^^)-3-Ee]#^^^l-[l ) 2,4]Helo}^-l-^]-5il^cl-2-#^ *\ 

<262> 5-[5-(3-#S^-4-^l^-3^1^)-3-Hel#^S^l-U ) 2 ) 4]H^^#-l- o a]-sl^^-2-#^ 

<263> 5-[5-(4-#S.S.-3-*H 1-511 ^ )-3-H2l #^-2-^ t-[l ,2, 4]Bel °\^-l-<&]-*\ A £-2-#£ 

<264> 5-[5-(3-#S3.-4-»)| a.*] -s)) ^ )-3-B 5] #^.2.^1 1- [ 1 , 2 , 4] B sj 4*-l-°^ ] 3 £-2-# 

<265> 5-[5_(4_^ SS -3- D il^Al-i E ]l^)-3-He]#^^^l-[l ) 2,4]H^4^-i-o^ ] _^^c 1 _2-^ 

<266> 5-[5-(3-t^i£-4-1 1-31] ^ )-3-H&| l-[ 1 , 2 , 4] B^ *>#-l-^ ] 3 £-2-# 
<267> 5-[5-(4-#^i^-3-^l-^^)-3-H^#^iLSTfll-[l > 2,4]Bel<>>#-l- , a]-^5]^-2-'t 
<268> 5 -[5_(3^ = £ S -4^)Sa}-j^)^ 

4*1^; 

<269> 5-[5-(3,5-^#SS-4-^^l-^^)-3-B^#^JlS^^-[l,2,4]BS]<>>#-l-^]-3q^Ta 

<2?o> 5-(5-n] e) 1-3-^-3-H^ €-¥-.2-^1 1-[1 , 2,4]HS] ^#-1-°^ )-3q a| £-2-^£^ o}*l c ; 
<27i> 5 -(5-^ e] =J-4-^-3-Bel ffAH €-[1,2, 4]Se]^f-l-^ e] £-2-#£# <>M — ; 

1 Q/l-Q^ 
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<272> 5-(5-a] f-^-iLS^ 1- [ 1 , 2 , 4]H5]o}f-l-°^ )-3Ej e) t=1-2-#^> 4*1 h. ; 
<273> 5-(5-a] #3.3) ^-i-^-3-e e) f^L^ 141, 2, 4]He]ol-t-i-^ e] ^-2-##^l 44 

— I 

<274> 3-pfl Ei^^^- 6 -(5-2ii^-3-Hel#^o_s. Bfl^-[ 1,2,4] He]4^-l-H)-44 4^1; 

<275> 3-[5-(4-M.SS.-^l )-3-He] f-^_2.H*)l l-[ 1 , 2 , 4] He] 4#-l-°^ ] -6-nfl ^#^-4 5] 4 

<276> 3-[5_(4_ss^_^^)_ 3 _^E|#^S^ll-[l,2,4]BB]^#-l-^]-6-^Hl#i 1 d-3il5] 

42; 

<277> 3-[5-(3 , 4-4 #^£3.-511 ^ )-3-He] t-f-^-^l 141,2, 4] He] o>^-i-«^ ]-6-«fl 4^^- 
4442; 

<278> 3-[5-(4-SS.^.-sfl >d )-3-He] #^-^5.^1 iH 1 ,2 , 4] He] 4^-1- H ]-6-^l ^£^-4 e] 4 
2; 

<279> 3-[5-(3,4-4#HS-^l 1 d)-3-He]#^^^]^-[l,2,4]He]o].^-i-<^]- 6 - D iiBi^^- S ] 
e]42; 

<280> 3_^^ i ^- 6 _[5-(4_ T3l i^l-4^)-3-He]#^s^l^-[l,2,4]He]of^-i-o^ ] _^^^ 
2; 

<28i> 345-(3,4-4W|^Al-^\i)-3-H3€^S^^ 
e]4^1: 

<282> 3-^1 ^^^-6-(5-p-ti-3-BE]|fi£^| l-[ 1 , 2 , 4] H e] o>#-i-<^ cf^j ; 
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<283> 3-[5-(3,4-^^^-^^)-3-H^#^S^ll-[l > 2 ) 4]B^o>^-i-^]-6-Dll^i^-5X]e] 

<284> 3-[5-(3-tSS-4-^l-^l^)-3-H^^^^ll-[l,2 ) 4]He]4^-l-^]-6-^El^i 1 d- 

3x1^4^1; 

<285> 3_[ & -(4_3 StS __3_pj| l-5fl^)-3-^e]#^S.oll 1,2,4] B^a^-l-^H-^m^i^- 

<286> 3-[5-(3^tIS-4-^l -5fl ^)-3-He|#^S^ , 2 , 4] 1-°^ ] ~6-«fl ^#5. 

<287> 3-[5-(4-#S.S.-3-'H^h^ ^ )-3-^.e) i , 2 ,4]B&1 ^#-l-«y ]"6-pfl 

<288> 3-[5-(3-f^il-4-i 1-311 ^ )-3-Be11-^--2.Si 1-[1 , 2 ,4]He] <>)-#- l-<y]-6-*ll ^#3. 

<289> 3_[5_( 4 _s. e ^^_3_^1 ^ )-3-H3 l^^o)] 1 , 2 ,4] Bel o}#-l-<^ ]-6-ofl 
^-sle]4^1; 

<290> 3_[ 5 _(3_^ -5)1 ^ )-3-He| ^-[1,2,4]^ ^#-1-^ ]-6-^ £^ 
i^-^em-^l; 

<29i> 3-[5-(3 , 5-cl #3.3.**4-*l| a. a] -afl ^ )-3-HBj 1- [ 1 , 2 , 4] Be] o>^-l-^ ]-6-^ ^ 

^^-slelcf^l; 

<292> 3-0)1 e3-^^^- 6 -(5_tz] ci-3-^-3-Bel#^--$-5.^1 1-[1 , 2 ,4] He] 6}#-l-<H el cf^l ; 
<293> 3-cJi £#£^-^(5-3i| e] ^-4-o^_ 3 _E ^ s. = ^_^pii ^_[! f 2 (4 ] e e] o],#-i-<g el ; 
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<294> 3-(5-a1 #^^-3-BB} #^-B5L*ll ^-[1,2, 4] °>#-l- o a )-6-^ll ^#£^-2) A ^ ; 
<295> 3-(5-*l #B§) ^-i-^-3-H&| #^S.pfl , 2 ,4] HE] o>#-1-«^)-6-p|1 ^r^i^-^ ^ 4 

<296> e-Cs-^^-s-Bel^^s^^-ti^^]^^-!-^)-^^^^-^^ = ; 
<297> 6-[5-(4-a. Sa-Sll ^ )-3-H5]t^S«fl !Hi , 2 ,4] Bel ]-*\ A 4^1-3-^^^ °\ 
; 

<298> 6-[5-(4-#^5.-3fl <d )-3-Be] #ip BB*ll 1- [ 1 , 2 , 4] Bel °\^-l-<£ ] ^ 4#-3-#€# 

<299> 6-[5-(3 , 4-t^ #if-_2.S-2ll v| )-3-Bs] #^^.^^1 €-[1,2, 4] B&l o>#-l-^ ] -s) e] 4^1-3-^ 

< 3 oo> 6-[5-(4-#SS-^^)-3-H^#^S^l-[l,2 ) 4]H^^#-l-^]-^^4^1-3-#^ o> 
*lB; 

<30i> 6-[5-(3,4-^#SS-^^)-3-BBl€^iL^^-[l,2,4]HBl^-l-^]-3q2l4^-3-#e 
<302> 6-[5-(4-^^Al-^^)-3-H^#^S^t-[l,2,4]H5l^}#-l-^]-3il5lT4^-3-#^ <>} 
<303> 6-[5-(3,4-^^^Al-^l^)-3-Bell-^S^€-[l,2,4]H&|^>#-l-^]-2l^4^-3-#^ 
<304> 6 _(5_p-^^_ 3 _ B el #-f.£S*ll €-[ 1 , 2 , 4] Be| 4#-l-H si 4-#-3-#€-# o>u] j= ; 
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<305> 6-[5-(3 I 4-tl^)l-^]^)-3-B^#f-i^^l-[l,2,4]H^^-l-^]-^^4^-3-^^: 
<306> 6-[5-(3-tS.S.-4-w|| ^-sfl ^ )-3-H£) 1-[ 1 , 2 , 4]le]o}t-l-^]-sl 5] 4^~3-# 
<307> 6 -[5-(4-^ s _3-^^-iq|^)-3-HEl#^S^^-[l,2,4]H^^#-l- o a]-^Bl4^-3-# 
<308> 6-[5-(3-#^S.-4-Pl]^-Al-all^)-3-se1#^5.^1^-[l ) 2,4]HSl^-l- o a]-2l 34#-3- 
<309> 6 -[5-(4-^ S ^- 3 -^l^Al-iEll^)^3-E^#^S^€-[l,2 ) 4]H^6>^-i-^]-3qel4^1-3- 

<3io> e-ts-tmis+ll-^^l-s-ssltHsil^i^.^B^^-h^-^W- 

<3ii> 6-[5-(4-|fi£-3-i ^ )-3-H^ 1-[1 ,2 , 4]BE] ^t-l- 0 d M 3 4^-3- 
<3i2> 6 -[5-( 3 -^ e ^.^-4-^^.^-311 ^ )-3-He] #-f-^*fl *g-[ 1 , 2 ,4]Be] <^-l-<H A A^. 
<3i3> 6-[5-(3,5-^#SS-4-^^a1-4^)-3-e^#^^^11-[1 > 2 ) 4]H&14#-1-^]-^s14 
<3i4> 6-(5-sl ^-3-^-3-^^1-^5.^ !Hl , 2,4]^B] o>#-l-^ )-sl q-^-3-#^AV 



1 Q/1_Q7 
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<3i5> 6-(5-3x] e) ^-4-^-3-He| l-f-iL5.^IH-[l f e| 4 #-3-#€-^ *H s. 

<3i6> 6-(5-A]#s^^-3-Bal#^S.^l-[l,2,4]Hslol-#-i-^)-5lEl4^l-3-#^ o>p1h.; 
<3i?> 6-(5-a1 ^l-l-^-3-Bsll-^s.Dfl l-[i , 2 ,4] le] el 4#-3-#^ <>> 

<3i9> 2-[5-(4-«££-J| ^ )-3-H&] 1-[1 , 2,4] HE] ^>#-l-^ ]-5-^l ^#^^-^1 S] 4 
<320> 2-[5-(4-l-^^-^l^)-3-B2ll-^S^t-[l,2,4]HBl<5>#-l-^]-5-^^M-s|el 
<32i> 2 -[5-(3,4-^#^S-^^)-3-H^#^S^^-[l > 2,4]B5l^-i-o^]-5- Dl lB]-^^- 
<322> 2-[5-(4-#S^-sil^)-3-H^^^^^-[l I 2,4]BEl^#-l- o a]-5-^^i^-slelPl 

<324> 5-^l^#S^-2-[5-(4-^)^Al-^^)-3-Bel#^S^l^-[l,2,4]B^o|.^-i-^]-^Blnl 
<325> 2-[5-(3 > 4-^^)^l-^)^)-3-B^i-^S^l-[l > 2 ) 4]S^4^-l-^]-5-^^#it^-^ 
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<326> 5-p]] ^-2-(5-p-l-l-3-H B] -fr-f^S 1|-[1,2,4]S2] 1 ; 

<328> 2-[5-(3-tSS-4-i 1-^11 y )-3-HE] l-[ 1 , 2 , 4]B£) ]-5-^ 

< 329 > 2-[5-(4-fSS-3-1 1-5)1 ^ )-3-HBl f^ill 1- [ 1 , 2 , 4] MB) ^-1-^ ]^5-"fl ^i^- 

<33o> 2-[5-(3-#S.S-4-p]l^-Al -a)] ^ )-3-Se] #^-^pj| 1-[1 ,2, 4]Be) °}^-l-<£]-5-*]} 
^-^slPl^; 

<33i> 2-[5-(4-#^S-3-^^l-^l^)-3-H^^s^^ m _ Uj2 4]H ^ ol .^_ 1 _o^ ] _ 5 _ o1 iHt #5 

Hi-^eHl; 

<332> 2-[5-(3-#^^£-4-p11 1-511 ^ )-3-B&l ^¥-£^1 l-[ 1 , 2 , 4] Hel o>^-i-«y ]-5-^l ^S. 

<333> 2-(5-5lN-3-Hsl#^^^ll-[l,2,4]HBlol-#-l-^)-^Blnlcl-5-#^> 4 D 1^; 
<334> 2-[5-(4- a ss-sfl ^ )-3-H el #-f-.S.^l l-[ 1 , 2 , 4] Bel 4^-1-^ b] p] 1-5-^^-^ 
p lH; 

<335> 2 -[5-(4-#^S-^^)-3-H^#^^^l-[l,2 ) 4]Hel^#-l-^]-^elnl^_5-^Af 
<336> 2-[5-(3,4-^#^S-5im)-3-HBl€^^^l-[l,2 ( 4]Bel6l-^-i-^]-3ilelnlia-5-# 
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<337> 2-[5-(4-l-S-S--sn ^ )-3-mel €^--$-5.^1 €-[1,2, 4] ^-l-^ M ^ *1 £-5-^^ 0} 
<338> 2-[5-(3,4-c] #5L5L-sil ^)-3-B2]f^^-Sl l-[l,2,4]Be] a>#-l-«J ]-*| 5] *] ^5-#$ 
< 33 9> 2-[5-(4-^^l-^l^)-3-H5l#^S^l-[l,2,4]H^^-l- o a]-^5]^^-5-^^l: 4 
< 3 40> 2-[5-(3,4-tl^^Al-^^)-3-B^#^^^^-[l,2,4]BS]om-l-^]-^^^c 1 -5-^ 

<34i> 2 -(5-p-l-l-3-Bal 1- [ 1 , 2 , 4] He) o>#-l-<^ )-3T) ^ p| cl -5~#£tf ofn] H ; 

<342> 2-[5-(3,4-^^m-^^)-3-B^#^S^l^-[l,2,4]H^^-i-o^]_^^ u ]^_5-^AV 

<343> 2-[5-(3-l-^-4-n111-3ll 1 d)-3-He|#^S^lt-[l,2,4]^e]of^-i-<^]- 3 r)e|nlia-5-# 
< 3 44> 2 -[5-(4-l-5.5.-3-^l-5ll ^ )-3-B.e] 1H 1 , 2 ,4]^ ^ *1 t}-5-# 
< 3 45> 2-[5-(3-€^-4-^l^l-^l^)-3-S^#^B.^l€-[l ) 2 ) 4]H^4#-l- < a]-^^Pl^-5- 
< 3 46> 2-[5-(4-#S.S.-3-^l ^-^1 -sll ^ )-3-H ^ #^£^1 €- [ 1 , 2 , 4] E5] o>#-i-^ ] -3] e] ^-5- 



1 Q/i~/in 
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<347> 2-[5-(3-#^5.-4-^l^-^l 1 d)-3-He|#^S^t-[l,2,4]B2l^-l- < a]-s]^Pl^-5- 

<348> 5-^B]l-i-(4-p)]^^S 1 d-2l] 1 d)-3-B^#^S^l-l^-[l,2 I 4]H&14#; ^ 

<349> 5_[ 2 -(4-^l^Al4^)-til^]-l-(4-^l#X 1 d-5ll , d)-3-H^#^S.^l-l^[l,2 I 4] 

<350> £ M}-^ S}-^ 1^ 1,2,4-HBl^ -fr^l^l ^^^>^lS.Ai 0>}7] sJ-«M 4 5] 

<351> Jjg}-*}"* 1 4] 

<352> 



R 2 - * ' 

<353> #7HH, r 2> A, B, C, ^ Dtt HM n£ 0 tfl*l 2^ 



<354> ^ o. ^.^ai 4a o^ of Pi ^.5]-^ -^Hxil^- 5]-^ 5^ A & 

*H*HM lV-§-Al £31* i^*Rr 3*-«H 131 1, 2 ,4-H Bl°># ^--£^1 S&^r ZL^ ^ 

<355> 4a ] 



H 





S(0)n 
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<356> 



H 




S0 2 




<357> [gJ-iM 5] 



<358> 



0. 



Y 



a 



<359> #7HH, R 1( R 2 ,A, B, C, £ «>5+ ^cf. 

<360> mJ-^£ ^ sj-t}-^ 4b5] ofn|£^ -B-H^lsq- Sj-*H 55] °>^#3.eW£-# <g 7 ] ^ 
^fl*Hl A i ^-s-^l Jl , MMPP (Magnesium monoperoxyphthalate hexahydrate) , 
MCPBA(m-chloroperoxybenzoic acid), 3l Oxone (Potassium peroxymonosul fate)5. np-^-^l 

<361> [5|.*VAl 4b ] 
<362> H 



A" 




D 
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<363> #7HH, R 2l A, B, C, ^ D^r s^H] £JL m& 0 l°ltf. 

o]6|) ^gSj*!^ &^£]-. 

<365> a>^-^-H^ _io°c ifl^l 110°C^|^ ^*3*Rr 3M 4^^, ^-^R^ ?llHl 4^ 

10^- vfl^l 36^1^61 ^A^-cf. 
<366> a}-§-ol 1-4 ^^^MEfloiB, tq^s^pflB]-, E^ef*>olHS.^^, Hi^r ^Efls 

n^SL ^^l^H Ml"* S^Kr 

<367> Ojnfl Aj-g-5L]i- ^7l^ ^-7)^71 Sfe -^7l^7]7> &0_nj , °. 7 ]o* Be)^)l 

^>V^1 , H^nll^^ 1 ?!, HBlSS.^^, Ojnlcf^ol H>^^ ( ^- 7 ]^7]S- 

^ M-Hf-*M)3HB, ^t^4Bf, ^MN-Hf-, ^L>5M£#, fK+M-Bf-, 

<368> ^7) ^$71* ^Al7]^ clt-JLJLnflE}- ^6fl^ <4s]-^l- A]~g-*H 

^ ti f^' 3 ]*1- D 1 , ^i^Ml-sL^- MMPPCMagnesium monoperoxyphthalate hexahydrate) , 

MCPBA(m-chloroperoxybenzoic acid), 5E.^- Oxone (Potassium peroxymonosul fate) ^r-=k a)- 

<369> £ ^rg gj.5j.Al la o^ ^ Z.&X\ o}v) ^ ZL*\ <* 7l ^ 2, 



1020020046551 
<370> [sHH la] 
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<372> [s^A 1 lb] 




0 2 



<374> ^7H^, Rj, A, B, C, ^ D£r HH W ^Cf. 

<375> M. ^ o. ^ gj^Al 6a o^ sj-^jzf ^cSAjo}!?! ^ #<$7) ^ -f^^A]. 

$\ ^^fl^Hl^l 3., MMPP (Magnesium monoperoxyphtha late hexahydrate) , 

MCPBA(m-chloroperoxybenzoic acid), ^ Oxone (Potassium peroxymonosul fate)5. n 1 ^^ 
^€ #3**113. ?1tt i^N-fe- S*«H1 lb^l 1,2,4-H5K€- 

<376> 6a ] 
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<3?8> #7HH, Ri, A, b, C, £ Dtt sBmq £jl 1 o°14. 

<379>a o v 7 ] §1^a1o} D Jo] ^ofl^ ^<g, 3Ett 

^ ojs^H £^ej#, f>^&|#, ^o>ntH<##s.^ol = , s^r c>l u>am##S.e1-ol 
B ^ ^7l^H^ "78°C vfl*l 80°C^ ^^tiV-g-^- ^1^*1 * ^b\7}z) 

°>€^, ^tjl^lw, SEfe- of^qj-^ul^- =-<S] ^-o)^a>3|. -78°C-80°C^ -8r£^l 

<§7lS] ^Tfl^HH ?l*r ^7)11- itsfe 45] 5|-^#<2] *fl^ 

<382> [5]-*VAl 2 ] 
<383> 




<384> [^f^ 3] 
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<385> 

FsC^NH 
NH 2 

<386> #7M*\, R 2> A, B, C, D, n£ 4<M £4. 

<387> ^a^ofl' °Jo^ f Hell^-S-SaHHoH^-nl- oj-igj sls.^ SE^r 31315. 

<388> til-o-^c^ _ 10 ° C qj*] 66 « C 6^ %6\ tifaJ-xl^H, til-g-Al^ 7]^^1 

SZLSfl^jg, ^-§"& l^*Rr 4^^. 

<390> ojufl A>-g-El^ ^7}S.^ -^71^7] SEfe ^7l^7)7]- ^7}<^7}^ H^N^o}^ 

HBHllH 1 ?!, HelEStofp], iEfe 0 H4# 0 1 ^t^H, Jf7l^7l^fe q- 

Hf-oMHHB, ^sH-Hf-, 4^SH-H#, ^M-H#, afe 

<391> Aj- 7 ] £ - ^.0.01 -f-^-^o] <« M HSLn} 

<392> ^7loflAl A^^^V IS] ^Wj-tt^ o^^ajO,S. 4-5-4 £4. 

<393> 
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<394> 



R 



NHNH 2 

A^D 
I 'I 
Bs^C 

S(0)n 



(2) 



F 3 C^NH 

NH 2 
(3) 



ET 3 N, MEOH/THF 



H 

.CF 3 

™ y 

I 'I 

R /S(0)n 
(4) 



O^Cl 
(5) 



CF- 



N' 



CF- 



D 



n=0, 1 



^ MMPP, CH 2 Cl 2 /MeOH 



(6) 



-s 

(0)n 



^R 2 

B S0 2 2 



(1) 



R 2 =-CH 3 



1. MeMgCl 

2. BuBu 3 

3NaOAc/NH2-OS0 3 H 



CF 3 -X ^ 

Y f 

A< B /k^NH 2 
(0)n 

(7) 



<395> 



A o v ?l ti}-§-^ H^, r x> r 2( A, B, C, D, ^ n^r ^cq^- ^ £4. 



<396> 



4-§-€ ^&|7M ^JE.^ -fi-S*]!^ 4-§1^5^1^i«#-g^u)j= 



Maybridge^r* f-sfl t^^H ^-g-^V^Jl, a ^^^^ -fj-H^ zi H~ 

^Al^ ^Hfl^ ^-xl^ « 0 >tijo^l o]5|] A r-§-^r^ (Tetrahedron Letters, vol 



28, No 42, p4933, 1987 / USP 4,204,870/ The Journal of Organic Chemistry, vol 56, 
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No 16, P 4974, 1991 / EP 1104759 / Tetrahedron, vol 48, No 21, p6791, 1989). °] # 

<397> [ti>-g-^l 2] 



<398> 



Br 



N 



(NBu)0 2 C^' S N X 



C0 2 (t-Bu) 



NHNH 2 .HCI 



DMg 



2) diazo-compd. 




HC1 in dioxane 




4. 



<400> [tiV^-Ai 3 ] 



<401> 



H 2 N 




CI 



NaN0 2> S0 2 



CuCl 2 , AcOH 



ClOjS 




1) Na 2 S0 3> NaHC0 3 

2) C1CH 2 C0 2 H 

3) NaOH 



1) NH 2 NH 2 

2) CH 3 I, NaOAc 




CI 



NH4OH 



NH 2 NH 2 .H 2 0 



H 2 N. 



S 

o 2 




NHNH 2 .HCI 



NH 2 NH 2 .H 2 0 



H 2 N. 



o 2 




CI 




NHNH 2 H 
CI 
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<404> 



Br 




N0 9 



NaSCH 3 , DMF 




N0 2 



MMPP 



o 2 




N0 2 



S 

o 2 




NHNH 2 



1) NaN0 2 , HC1 

2) SnCl2(H 2 0) 2 



Fc,AcOH 




NH 2 



o 2 



<406> 5] 



<407> 




CI 



cr n 



NaSCH 3 , DMF 




CI 



"S N 



MMPP 




CI 



S S N 

o 2 



NH 2 NH 2 .H 2 0 



o 2 




NHNH 2 .HCI 



<408> 



2,5-^ 



<409>^ ^ofl r4# *fl3^, <^%%d\ ^71, tiJr-g-i:^^ £ 
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<410> £ ^1^^ ^-JL^b 1,2,4-H^^# -ff£*H JE^r ^ ^ -fr 

# ^ ^#^r ^I^W. 

<411> o]B]^. efaj|«JvSj 2^1-^ ^jo] AH ^4 A] 711^1-2^1 tfl^V ^U^o] $)%s$ 4 £ 

<413> o]6fl tl^H, a o V 7 ] ^frj-Al ^ gJ.^-«. ^ ^-o} ot^-^O.^. ^ -g- 7^*1 *H#^ 

<4i4> neip.s 1^] Sl-^-i- ^/IE^t a§5] 05 ^-g- ^4 AS 

^-g- 7^*1 ^*H# if5}r ^Ml*)-^ 2^#€r #^3°J WliEfl5.ol^ 
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49] ^-^-g-oi 7B^i^ rfl^i 41-^1 4<£, ^^tl 

<4i5> M. mJ-^o] ot^^-a] s^-§-£ ^4*1 SS^4#44 <*^g^ 'S^MI Af-g-^ 

^ 5^4, **l ^M* i*}^ ^f-44^ M<?H -S-g-44. 

^^Ml 50mg/kg ifl*l 400mg/kg ^ , ^4 434^°11 44 <r 

&4. 

<4i 7 > ^ o. o.^. o.^^ ^i« o hi 4^ 1,2,4-^4^ -H-£xfl ZL 

9] ^J^* 0.3. ^^Jl 4^2] AS. 4"g" 7}^*1 ^11- i^Rr 4 *| 

£-8- e]v*f|3 g *H *)lL-§- 4*fl44 ^ # o. 

<4i 8 > sje^l] a]^^^.o]H^ ^^l-o] 4^>4(European Journal of Cancer, Vol 37, 
P 2302, 2001), ^(Urology, Vol 58, pl27, 2001)44 *H 

(Exp. Opin. Invest. Drugs, Vol 9, p671, 2000)^^l£ 3:44 &4^ ^S4^4. 

4^fr ^ 4*1143 3:^1-^ tfl4444 *H A>^-"f 
5U4. 

<419> Aj-7] 4^1^ 2:4 #7] #AjA^ « o] ^ ^.o. ^S-oj cg£ 7 ]§0.3. 

^oflTll 50mg/kg vfl*| 400mg/kg ^ 5^4, ^4 44 *r 
$14. 
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<420>A o v 7 ] S^l-^ ^*U, ^*fl, 4^1, A i ^1, A n v 

^EflS St^r 7)E} a]^-fl SfaflSH ^ 5(14. 

<42i> oi^^ 3^-. ^ ^ t-n-^ #714 ^ ^^M- ^f-g-^J ^1 

<423>a o i- 71 ^i^o] a^n^ olM^l^M, y U^£ ^U- 

<424>xlAl5l afl^-#o] ^ ^M7Pg^ S^l-Ol 

<425> A o v 7 i afl^-#^ ^-fr^ ^Ml-fr ^1^71 . 

ifl^°l ^/a^r 5)^^)1 ^/S^ 12^14 M 

ES-^^l^-it-S.^ SfsMH, 12 227fl fij *l u <Kh ^l^JMl, A 



1020020046551 #^ H*>: 2003/3/14 

17} 47} £ teHM 7 ^ *r l 

207fl£l 17} 4 H <Hf #^11", ^1131 #Hl#, 1,2- = S^^ #3 

#, iitilf, n>u)l- 47> <£#-^ ^ Q± Q*} ^ 2 Vfl^ 227flSl ^1 £^ 

<427> ^7>S- li^lb 5&*> -g-Bfll- 6>7l^ #^O^H -§-«fl^), §2] a] 

f# ^/S£^r o]3l idE|5oj ^ ^g^l, ^l^(zein), f^If-S^ , 

^A]V110]E ) ^ -ol Clef. 
<428> $m f^S.^ 7Vi^lfe AlEHA} ofl^Efla *J El-^El-sX)- ^^Efle , 

-6-71 -M, g *l y J- 

<429> 6B^1 afligofl olo^, #yll 0 lH ^Tf-, ofll 4-s}olH.^-AlHflSc11olH Hitt 5.5.^ 4-*W 
^ #5M1«- Af-g-^ ^A7> fl-g; ^ ^4. 

<430> ^^6) ^at^ &°H, €3*1 ^1:3 £ ^ #3«HB 80 ^l^-H 

1 o/i„c;Q 
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<43i> *-f%$) ^ ji^^ ^7H^i 6\}^ ^ ^(Dr. H.P. Fiedler " 

Lexikon der Hilfsstoffe fur Pharmazie.Kosmet ik und angrenzende Gebiete" 
[Encyclopaedia of auxiliaries for pharmacy, cosmetics and related fields]. 

% ^*H1 ^ ^iHlrr £ t^l tUfl olsfll- §7l ^tr <H<3 £ t 

<433> ^jAloj] 1 

<434> N-(4-^fl l#3r|-^-S)l ^ )-S 5] ^^5. E o>TJ] 

<435> [s^^ 8] 

<436> H 



<437> 4-^11^31-^511^-^-^51-^1 1.0g(5.24mmole)^r 40ml^l ^1^4 EUn^^H 

HSf^ l:l^t-g-ii 4# Hel^ll^ D J 0.80ml (5. 76mmol)# ^H^cf. 

ti Jr-§-°-!]# #£r<>fl*1 30^^> ^ HBl#^-^.^ o^eolnlcl 8 5% 0.90g(6.81mmol )-|- 
^7>^4. ^o)lA4 24ARV HtiV^x^-. tiV-g-ol ^, tiV-g-Qfl^ ^4 

is) ^^JL ^ ^^r^l^S. £2:^ ^ ^4*r$i4. ^tH^^L 
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#2] Ml^W 0.88g(^ 67%)-g: ^^4. 
<438> lH-NMR(400MHz,CDCl 3 ) 8 2.55(s,3H), 5.45(s,2H,br) , 7.40(d,2H,/=8.0Hz) , 
7.60(d,2H,/=8.0Hz), 9.70(s,lH) 

<439> <£*}*\) 2 

<440> N-(5-*fl ^3^-3] ^ ^-2-U 51 ^iLSaMlBGM 

<441> [§^*VA1 9] 

<442> H 




5-DH^^^^-iq^ia-2-^ = ^^1^ 300mg(1.34mmol)-i: 

^ *JaH loflA-]s|- tiV-g-A)^ Jl^^-S] 205mg(^ 54%)-gr 

<444> 1 H-NMR(400MHz,CDCl 3 ) 6 2.90(s,3H), 5.65(s ,2H,br) , 6.95(dd, lH,/r9.0Hz, J 2 

=2. 8Hz), 7.80(dd,lH ) / i =9.0Hz,/r2.0Hz), 9.70(d, lH,/-2.8Hz) , 9.75(s,lH) 
<445> ^M<4 3 

<446> N-(2-*ll H^L^-sl el l-^-SL^HlHaM i= 



1020020046551 #^ °^\- 2003/3/14 

<447> [3^4] 10] 

<448> H 




-5-«a ^HEf-^I 300mg(1.34mmol)-i- afl^jife- HH^ 

y o V ^^ ^-S-^l^ :H*H V 3 194mg(^£ 51%)# ^^s>^4. 

<450> iH-NMR(400MHz,CDCl 3 ) S3.35(s,3H), 5.65(s ,2H,br ) , 6.95(dd,lH,//=9.0Hz, J 2 

=2. 8Hz), 7.80(d<J,lH,/2=9.0Hz,/^=2.0Hz), 9.70(d,lH,/=2.8Hz), 9.75(s,lH) 
<45l> ^a|q}| 4 

<452> N-(6-^ "%.<k3.%-A A ^-3-H )-H3#^.$.SaMlB<>M = ^ 

<453> [^«H 11] 
<454> H 
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<455> a o V 7 ) ^ A )C] HA^4- D H^4^2il^-§lC5l-^ <*^<* tflAjafl Q-v\] f^L^-^ Cf 

^1-3-H §1 = 51-^1 1.0g(4.45mmol)4 4-§-^ 31 ^1^1^ -^Hl H^Sf 

^^*V tiJ-g-A]^ s^^-tl- 0.8g(^ 64%)# ^^4. 

<456> lH-NMR(400MHz,CDCl 3 ) 5 3.45(s,3H), 7. 15(s ,2H,br) , 7.45(d, lH,/=9.5Hz) , 

8.00(d,lH,/=9.5Hz), 10.80(s,lH) 

<457> Xj Ajoj] 5 

<458> N-(4-#-g-<>H ^ )-He) ^^S^HB^^] = 

<459> [sj-tLj-Al 12 ] 
<460> H 




^o|n]c c^av^ l.0g(4.47mmol)^r ^l^^ife H^2} «> 

^ «V-g-A)^ 11*1]^ aaflsj-^i- 0.9g(^r# 68%)^: ^f*>^4. 
<462> lH-MR(400MHz,CDCl 3 ) 8 3.15(s,3H), 5.45(s,2H,br) , 7.31(s,2H), 7.40(d,2H,/ 
=8.0Hz), 7.60(d,2H,>8.0Hz), 9.70(s,lH) 

<463> Xj A]pj] 5 

<464> l-(4-oll ^#4^-^11 ^ )-5-/r-tl-3-B^ 1 , 2 , 4] Be] o>^ 
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<465> [Sf-tv^i 13 ] 



<466> 



FX 




<467> 



N-(4-^))^^4 1 d-5|) , d)-Sell-^^ol-A-l]E6].ii]e^ 220mg(0.88mmole)-ir 5mlS] 



1,4-t^^H -g^lM^l nf^g- 3r]el^ 0.08ml (0.97mmo 1)1- ^7}s)-$4. al-g-^l- #£<>]H 
10£# Hti} ^ p-^Si'U 150mg(0.97mmol)4 ^H^^f. oh iffe 



^ 4-5- -^71 iS]- ^- 



15] 4^}: 



^=2:8)5. ^*ll*H i^Aj-o} x^sj-^ 210mg(^r# 65%)# <£$4. 



<468> 



1 H-NMR(400MHz f CDCl 3 ) 5 2.35(s,3H), 2.55(s,3H), 7. 15(d,2H, J=8.0Hz) 



7.20-7.30(m,4H), 7.45(d,lH,/=8.0Hz) 



<469> 



7 



<470> 



l-(4-^l ^)-5-^l ^-3-Sel #^S^l^-i/^[i ,2,4]H^ o}i 



<471> [5j-«}-Al 14 ] 
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<472> 



F,C 




<473> 



140mg(0.97mmol)i: Af-g-^ ^^j-ji^ ^*}d\} «}-§-a1^ 

JS.«iJ#S] S>|Sftl 210mg(^# 71%)# ^-^4. 4€- *<M14 4# # 



<474> 



^>ifi 8 



<475> 



5-(4-#SS^^)-l-(4-^l#^^|^)-3-Se|#"AS«ll€-ltf-[1.2,4]B2|«>H 



<476> [5j-tV^ 15] 



<477> 




<478> 



170mg(0.97mmol)^r 4-g-*>fe ^ afl^JIfe #-g-AH 
MsHtl- 210mg(^r# 65%)^ ^^4. 4€- «4 4w £ 
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<479> ^ a]q]] 9 

<4so> M4-«.SH^^M-(4-^^#4^-^^)-3-H2l#^S^^-l^[l,2,4]H^<>># 

<481> [^-tj-^ 16] 



<482> 




<483> # 7 ) 6oflA^ /T-^O.^ #SB}o]c cflAlo]] 4- til£^] 3. 0} #S.E}-0]e 

213mg(0.97mmol)i- *H*-S>fe ^ ^^*>JL^ -§UH 6^1^^ ^ ^^1^ 

JSL«J#£] S^flW# 280mg(^# 76%)^- ^*B34. 4^ £ 

<484> ^,aH] 10 

<485> l-(4-t* 1^4^-511 ^ )-5-(4-^ll Al -5)1 v| )-3-He) 1-1^-[1 , 2 ,4] He] o> 

<486> [SJ-tJ-A} 17] 

<487> .0CH 3 



1020020046551 #^ °^} : 2003/3/14 

165mg(0.97mmol)# ^-g^ aJaH 6*11*14 

^. o a A o v ^ S^ft 203mg(^ 69%)# ^SV&th 4^ ^ # 

<489> -^A]c^1 11 

<490> 5-(3-ySM|^)-l-(4-v)ll^^-5ll^)-3-H^€^--$-5.^1€-l^[l ) 2,4]H5l^# 

<491> [Sj-Sj-^ 18] 




213mg(0.97mmol)€- *H4*}^ -*i*H 6°(H4 ^i^L &^}^ 

280rag(^r# 76%)# ^sHgcf. cf^ J^l^SM 4# # 

<494> ^Alofl 12 

<495> 5-(3-#SS^^)-l-(4-p|1^^4^-^^)-3-Bell-^S.^l-l^[l,2,4]H^^# 

<496> J_sj-^ 19] 
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<497> CI 




170mg(0.97mmol)ir Af-g-^ ^Sl^jjLfe 6ofH^ ^^l^' 

a«tt 182mg(^# 72%)# ^^rf. 4^ ^Kl^SW £ 

<499> ^,AHl 13 

< 5 oo> 5-(3-a^#^5- lI lll5ll^)-l-(4-^l#^-^)^)-3-Be|l-^-i.S.^ll-l^ 
-[1,2,4]B3<>}# 

<501> Jjej-^H 20] 



<502> 




5]-olH202mg(0.97mmol)# 3# ^l^l^Jl^ ^^ofl 6<^l^Sf ^s}^ ^ ^ 
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-g-A]^ &^*\ £z\m^ 209mg(^ 64%)# ^S-S}$4. 4^ ^4 fHl^SW 

4-S- 4-§-*>5*4. 

<504> -*)*H1 14 

<505> 5-(2 , 4-^ "fl x\ sj| ^ )-l-(4-^ ^^4^-511 ^ )-3-H^ €~1^-[1 , 2 , 4] S3 

4# 

<506> £S)-*}-ai 21] 




<508> A o l- 7 ] AjAlofl 6 °)H /r^^.^ €S.5l-olH. 2,4-C]^l^lte^ ^3.5HH. 

195mg(0.97mmol)# 4-§-*Kr ^ ^14^^ 6<^1^5f » 0 >^o_^ >£-§-^ 

£<H^ a*flWi- 188mg(^ir 54%)# -Hf*}$4. 4^ «4 SKWSM 4£ # 
m 4~§-4534. 

<509> ^Ajoj] 15 

<5io> 5-^E]^-i-(4-Pi)l#4^-5i)^)-3-B^^-$.S^]l-l^[l,2,4]B^4^ 
<5ii> J_s|-*v^] 22] 
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<512> 



FX 




<513> 



161mg(0.97mmol)# 6^^^ *^^r HJ-^S. 

-S.^^ 232mg(^# 73%)^ ^^>S4. 4# SHl^SW # 

7]1 oil 4. 



<514> 



^Hl 16 



<515> 



-[1,2,4]B^^H 



<516> J_5j-tj-^l 23] 



<517> 



F 3 C 




OCH, 



<518> 



191mg(0.97mmol)# *\%^$= ^ 4^3.^ 6^^^ *1 



i >-\ A HA 
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.$.^^51 S^l^-W 189mg(^^r 55%)# ^s-*>S4. 4^ 3M14 ^l^SM 4-8- # 

<519> 17 

<520> 5-(4-i^l-^^)-i-(4-^l^^-^^)-3-HSl€^^^ll-li^[l,2,4]H2l<i> 

<521> 24] 




<523> AV 7 ] ^x\c^ p-^&Q #S4°1^ tfl^H 4-i^-A]wfl 2: ^ #3.5HH 

181mg(0.97mmol)# 4^-*>fe 3# ^l^hH^r *UH 6^2}- »^SLS- 
<L<£^2\ SL^m^ 243mg(^ 73%)# =f^}&4. 4^ «4 3-$143$H 4£ 4 

m 4-§-*>^4. 

<524> ^.AH) 18 

<526> [5|-«VAl 25] 
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<527> 




193mg(0.97mmol)# W*}^ ^SKafe- 6<M^ ^^5- ^g-A]^ 

o_o^a o v^ 282mg(^# 82%) ^^^4. 4^ 

<529> 19 

<530> 5-(4-Alo>^-^]^)-i-(4-^1^^3i)-^-5ll^)-3-BSl#^--$-S^^-l^[l,2 ) 4]HSl6> 
-1- 

<53i> [s^A] 26] 




163mg(0.97mmol)ir ^-g-^ ^ S^uL^r 6<HH4 ty^SLS. 
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^-°^^\ 165mg(^# 52%)^ %°)^&°] ^ 



<534> 



&*)<4 20 



<535> 



5-(4-q BS-2-tlM ^ )-l-(4-*fl ^ )-3-^5] #^-5.5.^ € -1# 



-[l,2,4]BsWi 



<536> [sj-^ 27] 



<537> 



F 3 C 




<538> 



ol^213mg(0.97mmol)# ^-g-aj-fe- 6^a^ AS 

^ X*I|S^# 248mg(^ 68%)# ^^534. W ^Hl^SH 4 



<539> 



21 



<540> 



5-(3- 



-4-pfl s-Al -3)] ^ )-l-(4-^|)l#4^-5(| v| )-3-B2] tf^si is -i# 



-[l,2,4]H2l«>H 

<541> [sJ-^j-Al 28] 




^ 2003/3/14 



^H200mg(0.97mmol)^: 6°K*\!% ^SLS. 

£.«JtfS] 215mg(^-§: 61%)^ 4^-4SS4. 41- 4 

^ 4"8-*>S4. 
<544> ^M^i 22 

<545> 5-^S[l ) 3]-4^-#-5-^-l-(4-^l#^-s|]^)-3-He)#^--2.S^^-l^[l,2 > 4] 

<546> [Sj-tj-A] 29] 




<548> Aj. 7 ] ^a]^) 6 ollA4 #S4°1^ Cfl^ 1,3] "44^-5^ 

#S.e-V°l^-180mg(0.97mmol)# 4-§-4-tt ^1^14^ ^4°fl 6^144 ^^t}" ^-2. 
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S tiV-f A]^ ^.^Aj-o) a^^l- 206mg(^-i: 59%)-§r ^S>£4. tj-^ ^l^H 

<549> 23 

<550> 4-[2-(4-^l €£^-*H ^ )-5-H^ l-^S.«fll-2H-[ 1 , 2 , 4] 4^-3-^]-*) ^ ^ 

<551> [S)-*}-^ 30] 




138mg(0.97mmol)^- Aj~g-*Kf 3-§- aflSlSKafe *i*H 6<^]^4 « 0 V«j o.^. £-g~M^ 

.S-^Aj-o] £^5^ 121mg(^t- 41%)# ^^4. W MM" ^°J4^^°1 4^- # 

<553> ^UH) 24 

<554> l-(4-^ ^ ^i^-Jffl ^ )-5-^l-m-3-H5l ^-.2-^1 i-lfr[l,2,4]H5]4t 

<555> [^*V^] 31] 
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<556> 




N 



N 




<557> l-(4-^|l#4^-^l^)-5-/r#l-3-B^#^^.-l^-[l,2,4]BeJo^ 

310mg(0.89mmole)# ^S^lii: 10m 1^ °Hfhl: 2ml^ ^tM^W -§-«fl ^ 80% 
MMPP 710mg(1.16mmol)# *1 7}^rf. «>-g-^# #£<>IH 8aR> Hi^^cf. 

6WElolE :il enV «1a]- =7 :3)^ ^^oj aLafltfsl S^l^f- 308mg(^ 91%)^- 4^ 

<558> lH-NMR(400MHz,CDCl 3 ) 6 2.45(s,3H), 3.15(s,3H), 7.23(d,2H,/=8.0Hz) , 

7.38(d,2H,/=8.2Hz), 7.63(d,2H,/=8.7Hz) , 8.03 (d,2H,7=8.7Hz) 
<559> .g.^ i7 6 " C ~ 178 °C 

<560> ^*H1 25 

<56i> l-(4-tfl ^ )-5-5il ^-3-He) iji-lff- [ 1 , 2 , 4] o>^ 

<562> [s)-*VA] 32] 
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<564> 4I-7I ^Ajofl 24o\)^ l-(4-^^^s>W-3)] 1 d)-5-^-l-l-3-S&|#^S-l^[l,2,4]B 

ejo]-^ tflxiofl 1 _(4_ 13 ))^^4^- 3 ii^).5-ail^-3-H^#^-^-l^[l ) 2 ) 4]^^o>^. 

300mg(0.89mmol)# *}-§-*}^ 3# ^1^^^ 24^^^ y <^il5. <&-§**l 

n 3L^£\ 283mg(^r# 86%) # 

<565> lH-NMR(400MHz,CDCl 3 ) 5 3.15(s,3H), 7.42-7.48(m,2H) , 7.50-7.55(m,3H) , 

7.63(d,2H,/=8.6Hz), 8.03 (d,2H,/=8.6Hz) 
<566> -g-^ 153 °c ~ 154 °C 

<567> ^ X\d\] 26 

<568> 5-(4-#S.3.*l| ^ )-l-(4-^ )-3-Be] ^-jSLS-i* ig-lfl-t 1 , 2 , 4]He] 

<569> 33] 
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<571> 



Aj- 7 j 24i^, 1 _( 4 - Dl l^^ 5 i).^-sjl^)-5-^^- 3 -E^^s^ 5 ._ 1 ^[ li 2,4] 



H5M# <fl4HI 5-(4-i 



sH^)-i-(4-i^#4^-^^)-3-^e1€^s.-i^-[i,2,4]m 



330mg(0.89mmol)# 4-§-^ 4^\3L^ 24^2]- ^<HtF H o^^ 

l>-§-^ al^l^l £*fls^# 294mg(^# 82%)^ 



<572> 



1 H-NMR(400MHz,CDCl 3 ) S3.15(s,3H), 7.40-7.50(m,4H) , 7.60(d,2H, /=6.7Hz), 8.03 



(d,2H,/=6.7Hz) 



<573> 



190 °C ~ 192 °C 



<574> $X\d\] 27 



<575> 5-(4-tisa^^)-l-(4-xfl^^S^^^)-3-He1§^S^l-l^-[l,2,4]He1^H 

<576> [Sf-*)-^ 34j 



<577> 




<578> a o > 7 ) 2 4<M i-(4-o))1^4 , d-s)]^)-5- J !7-#l-3-He)i-^-$L^-l^[l,2,4]^ejo> 

# cfl^oll 5-(4-«5.£2fl 1 d)-l-(4-^^^4^-sil^)-3-H&l#^iL^-l^-[l,2 > 4]Halo|.^ 
370mg(0.89mmol)-8r 4^}^ ^ A H 24<^^sf ^<U*V ^oj^L 

^ JinWq S^Wl- 365mg(^-§r 92%)-g- ^^^>5!4. 
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<579> 1h-NMR(400MHz,CDC1 3 ) 8 3.15(s,3H), 7.35(d,2H,/=8.5Hz) , 7.50-7.60(m,4H) , 8.03 

(d,2H,/=6.3Hz) 
<580> 198 1 - 199 °C 

<581> ^M<4 28 



<582> 



l-(4^1^^i^-^^)-5-(4-^^Al-5|l^)-3-Hel^-$-5.^1-l^[l ( 2,4]Bel^ 



2i 



<583> [sl-^-Al 35] 



<584> 



FX 



OCH, 




<585> 



A oM ^Al^j 24C-1H, l-(4-pfll^4 , d- 2 11^)-5-^l-€-3-Hsl#^S-l^[l ) 2 ) 4] 



BB]4# cfl^Hl l-(4-^1^4^-4^)-5-(4-^)^]^^)-3-H^#^^-l^[l,2,4]B 
5W* 325mg(0.89mmol)# a>^-^ ^ ^l^^ji^ s£X\d\] 24<*H^ ^o_3. 
5iz]}^°) 300mg(^r# 85%)# ^S>534. 



<586> 



!H-NMR( 400MHz, CDC 1 3 ) 6 3.15(s,3H), 3.90(s,3H), 6.90(d,2H,/=6.9Hz) , 7.35 



(d,2H,/=6.9Hz), 7.65(d,2H,/=8.7Hz), 8.03 (d,2H,/=8.7Hz) 



<587> 



-8-^ 155 °C ~ 156 °C 



<588> -Aj a] ofl 29 
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<589> 5-(3-tiS£^^)-l-(4-^^^i^-sll^)-3-m^l-^-^^ll-l^-[l,2,4]H2l4# 

<590> [fy^q 36] 
<591> 



<592> s&7] ^Alojl 24olH l-(4-^l^#4 1 d-^) 1 d)-5-/7-^l-3-H2]#^S-l^[l,2,4]B2] 0 l- 
# tfl^H 5-(3-y^M] , d)-l-(4-^^#3i> 1 d-2ll 1 d)-3-B5]#^o_S.-l^[l,2,4]HB]oV§ 

370mg(0.89mmol)-§- A}*g-*Hr ^l^fe 24^1^ yj-^ojg. tiV-g-A] 

^ JUfl^ S^ll^tl- 365mg(^ 92%)^- ^t>5l^. 
<593> Ir-NMR ( 400MHz ,CDC1 3 ) 6 3.15(s,3H), 7.35-7.72(m,6H) , 7.92 (d,2H,/=8.7Hz) 
<594> -g-^ 195 °c ~ 196 °C 
<595> ^a]^1 3Q 

<596> 5-(3-#S.S3ll >d )-l-(4-^l vj ^ )-3-H2l 1 , 2 , 4] 

<597> £S)-*VA1 37] 




) 
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<598> 



<599> a o v 7 ) ^a1<^1 2A*\]*\ l-(4-^^#s]- 1 d-5ll^)-5-/^#l-3-H&l#^S-l^[l ( 2,4]H&l6]. 

# nfl*H 5-(3-#S^5ll 1 d)-l-(4-^^^s1-^-^^)-3-B^l-^^-l^[l ( 2 ( 4]m^o>^ 
330mg(0.89mmol)4 ^ ^l^}^ ^*H1 24^1^^- *&^SLS. ^-§-a] 

^ JL*fi^ 5.^1 326mg(^ 91%)# ^r^^^cf. 

<eoo> 1r-NMR( 400MHz, CDC1 3 ) 6 3.11(s,3H), 7.00(d,lH,/=9.0Hz) , 7.28(t,lH), 7.35(d,lH,/ 

=9.0Hz), 7.62(s,lH), 7.64(d,2H,/=9.2Hz) , 8.09(d,2H,/=9.2Hz) 
<eoi> mV ~ 190 °C 

<602> ^3aH1 31 

<603> 5-(3-BBl ^ )-l-(4-ofl ^ )-3-B&l ^-1^ 

-[l,2,4]BBl^># 

<604> 38] 
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<606> a> 7 i ^Al<m 24<HH l-U-^}^^-^M)-5-p-^-3-%B]^o_S.-lH-[l i 2A]^ 0 \ 
* rfl<0«fl 5-(3-H 5] #^^11-311 ^)-l-(4-^lt^5l- 1 d-5fl 1 d)-3-H&|^^S-l^ 
-[l,2,4]He]4# 360mg(0.89mmol)-§- ^ ^fl^^-JLfe *JaH 24^1^5]- §.<aj^ 

U-^J2.S tiV-g-A]^ JL*)1#3 340mg(^ 88%)^ ^^4. 

<607> lH-NMR( 400MHz, CDC1 3 ) 6 3.10(s,3H), 7.56(t,lH), 7.61-7.64(m,3H) , 7.79(d,lH,7 

=4.0Hz), 7.86(s,lH), 8.09(d,2H,/=8.8Hz) 

<608> 135 ° C ~ 137 ° C 

<609> ^Alofl 32 

<6io> 5-(2,4-^t.)l^Al^^)-i-(4-^^^i^-4^)-3-H^#^^^l-l^-[l > 2,4]He| 

<6ii> is^q 39] 
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<6is> j# 7 ] 24^1^ l-(4-^ll#4 1 d-a11 1 d)-5-p-#€-3-H^#^S-l^[l 1 2,4]^^^ 

# cflAioj] 5 _( 2) 4-clDfls.Al-^^)-i-(4-^l^sl- 1 d-5|l 1 d)-3-Hel#^S-l^[l,2,4]H 
s]of^ 350mg(0.89mmol)# 4-§-*Hr ^ ^l^JI^ ^Hl 24^]^^- ^SLS. 
tiH-Aj^ jl^av^ a^l^-tl- 357mg(^ 94%)-g- ^*>£t}. 

<614> 1 H-NMR(400MHz,CDCl 3 ) 6 3.lKs.3H), 3.26(s,3H), 3.84(s,3H), 6.34(d, lH,/=2.4Hz) , 
6.66(dd,lH,/=8.4Hz,/=2.4Hz), 7.58(d, lH,/=8.4Hz) , 7.69(d,2H,/=8.8Hz) , 7.98(d,2H,7 
=8.8Hz) 

<6i5> -g-^ nolo ~ 112°C 

<6ie> ^3a)^1 33 

<6i?> 5 _> 1 E]l-l-(4-^^^i 1 d-3|l^)-3-BS]#^-^^l^-l^[l,2 ) 4]Bel^ 

<618> jj^ifr 40] 



-i o a nn 
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<619> 




<620> # 7 ] 2 4^H 1^(4-^1 1^4^-5)1 ^)-5-/7-^l-3-H^#-f--$.S-l^[l,2,4]Hel *} 

# tti^H 5-^t-i-(4-^1^3l- , d-2ll 1 d)-3-Sel€^m-l^[l ) 2 ) 4]Bs] c >m 
320mg(0.89mmol)-gr Af-g-^fe afl5)*KiL^ *] A ]oj) 24<^H<4 

^ Ji^l^ 287mg(^# 82%)# ^=-<5>Sl4. ' • 

<62i> 1h-NMR(400MHz,CDC1 3 ) S3.15(s,3H), 6.83(d,2H, J=15Hz) , 7.39-7.41(m,3H) , 

7.52-7.54(m,2H), 7.82(d,2H,/=12Hz) , 8.01(d,lH,>15Hz), 8.21(d,2H,/=12Hz) , 

<622> -g-^ 168 °C ~ 170 °C 

<623> 34 



<624> 



5-[2-(4-^*a] 31] ^ )-nl ^ ]-l-(4-^ ^ )-3-HS) mail fi -ltf 



-[1,2,4]J=BM# 



<625> i^qq 41] 



1 o /i no 
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<626> 



FX 




OCH, 



<627> 



#7| *UH1 24°IH l-(4-^m#sl- , d-5]l , d)-5- J ^-tl-3-Bel#^S-l^[l ( 2 ) 4]H 



5-[2-(4-^Aji^)-ri|^]-i-^ 

378mg(0.89mmol)^: ^ ^l*}^ ^Hl 24<>lH<4 «^ «V 

-g-A]^ S^)l5|-^# 340mg(^# 91%)# ^^4. 

<628> 1h-NMR(400MHz ,CDC1 3 ) S3.17(s,3H), 3.85(s,3H), 6.75(d, lH,>12.8Hz) , 6.96(d,2H,7 

=6.8Hz), 7.50(d,2H,/=6.8Hz), 7.82(d,2H,/^6.8Hz) , 7.95(d, lH,>12.8Hz) . 8.21(d,2H,/ 

=6.8Hz) 
<629> , Q*\<4 35 



<630> 



<631> _LJr}-*l-Al 42] 
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<633> # 7 j ^a]o\] 2 4^H l-(4-nfll#s>^-5|l^)-5- J rr-M-3-H^#^S.-l^[l,2,4]B 
^o}^ cflAH] 5 _(4_o 1 is-Al-5]l^)-i-(4-n11^^4 1 d-5ll 1 d)-3-H^#^S.^ll-l^ 
-[i,2,4]msl<»># 337mg(0.89mmol)i: ^-§-s>fe ^ ^ <5}ai^ 24^^s} ^<^^ 

tiJ-g-A]^ ji^Aj-o] 300mg(^-§: 82%)^ ^^-5^4. 

<634> 1h-NMR(400MHz,CDCI 3 ) 6 1.45(t ,3H,/=7.0Hz) , 3.15(s,3H), 4. 10(q,4H,/=7.0Hz) , 

6.91(d,2H,./=8.9Hz), 7.45(d,2H,7=8.9Hz) , 7.65(d,2H,/=8.7Hz) , 8.05(d,2H,/-8.7Hz) 
<635> -g-^ 152 "c - 154 °C 
<636> ^aH 36 

<637> 5-(4-/'--^^-5|l^)-l-(4-^l^S^-5ll^)-3-Hel#^Snlll-l7^[l I 2,4]Ss]c>]- 

e. 

<638> 43] 



1 <> ^ or* 
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<640> #7] 24^11^ l-(4-cl1t^5l- 1 d-5fl , d)-5-p-#l-3-^e]l-^j2.S.-l^-[l > 2 > 4]m 

sjo]^ tflAjofl 5-(4-^l-s))'d)-l-(4-^l#4^-^ , i)-3-H^#^ST3ll^-l^ 
-[1,2,A]BZ)°}^ 348mg(0.89mmol)^: ajl^jL^ 
y o Vt ^^ j1*H A o v ^ £*I]W§- 343mg(^ 91%)# ^^$4. 

<64i> 1h-NMR(400MHz,CDC1 3 ) 8 1.30(s,9H), 3.15(s,3H), 7.45(s,4H), 7.68(d,2H,>9.0Hz), 
8.08(d,2H,/=9.0Hz) 

<642> -g-^ 81 1 - 82 V 

<643> ^A]c^| 37 

<644> 5-(4-Alo}^-3)]^)-i-(4-pfll^i^-5l]^)-3-B^#^S.^l-l^[l,2 ) 4]H^^ 



<645> [^-^ 44] 
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<647> sfr 7 ] j£a}c$ 2A^\\H l-(4-Plll^sl- , d-2ll^)-5-^l-l-3-HBl#^-2.S.-lA £ -[l,2,4]B 
dl^Hl 5-(4-a]o>--5|1^)-i-(4-^] ^)-3-H^ #^5.^11 €- IH 

-[l,2 ( 4]HeW# 320mg(0.89mmol)# 4-§-^Hr ^ ^l^-JI^ 24<^>H4 

v^SLg. >£-§-^ ^l A o v ^ MWl" 320mg(^r# 92%)# 
<648> 1h-NMR(400MHz,CDC1 3 ) 6 3.15(s,3H), 7.64(d,2H,/=8.8Hz) , 7.68(d,2H,/=8.8Hz) , 

7.75(d,2H,/=8.7Hz), 8. 13(d,2H,/=8 .7Hz) 

<649> 109°C ~ lll'C 

<650> ^X|afl 38 

<65i> 5-(4-q SS-2-feS-3| ^ )-l-(4-^l ^ )-3-Sel ig-ltf 

-[l,2,4]H^o>^ 

<652> 45] 



1 o >i no 
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<654> Aj-7] £X\6\] 2 4^H l-(4-pfll^2f^-5il^)-5-^t-3-^e)#^S-lA L [l,2 ) 4]H 

tfl^Hl 5-(4-MHS-2-#S^-3ll 1 d)-l-(4-^1^4^-5ll^)-3-HE]#^o_S^l 
-l^[l,2 ( 4]H^o]-^ 369mg(0.89mmol)# ^-g-^ 3£ ^Wj-Ji^ 4JaH 24^H<4 ^ 
*$m>3- 3-^2) S.A^t^ 314mg(^-§- 79%)# ^^^4. 

<655> 1h-NMR(400MHz,CDC1 3 ) 5 3.15(s,3H), 7.51(d,2H,./=8.6Hz) , 7.83(d, lH,V=9.0Hz) , 
7.97(d,2H,/=8.6Hz), 8.29(d, lH,/=2. 1Hz) , 8.32(s,lH) 

<656> -g.^ no°c ~ lire 

<657> ^X|ofl 39 

< 6 58> 5-(3-#SS-4-^]^-Al ^ )-i-(4-^l) 1^5L^-3fl ^ )-3-Be] 1-^.2.5. 
-[1,2,4]^^^ 

<659> 46 ] 
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<660> CI 




0 2 



<66i> q 7 ] ^x\d% 24°1H l-(4-^l^#4 1 d-2il^)-5-^#^-3-Hel#^S-l^[l I 2,4]H 
n}]A]ojl 5-(3-#^^-4-nl)4Al-5ll^)-i-(4-Dl)^^iq-^-2ll^)-3-Hel€^S^^ 
-1#-[1,2,4]H&K# 356mg(0.89mmol)# *}-§-*>Tr ^ ^l^^^r -*UH 24^^^ ^ 
^ aj-^ o. s tiV-g-Al^ jl^^ i^ff 319mg(-r# 83%)^- ^*}<%t±. 

<662> lH-NMR(400MHz,CDCl 3 ) 8 3.15(s,3H), 3.95(s,3H), 6.90(d,lH,/=8.6Hz), 

7.25(dd,lH,//=8.6Hz,./^2.5Hz) l 7.75(dd,2H,./ i =6.8Hz,./^2.0Hz) , 7.76(d, lH,/=2.5Hz) , 
8.08(dd,2H,//=8.6Hz,/^=2.0Hz) 

<663> -^.AHI 40 

<664> 5-^S[l,3]-^^#-5-^-l-(4-^€#i^^l^)-3-BSll-^S.^^-lv¥-[l ) 2,4] 

<665> [5^*V^ 47] 



I 
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<666> 




<667> 



#7] *JaH 24°JH l-(4-^l^#4 1 d- 3 11 1 d)-5-/^l-t-3-H5l#^^-l^[l,2,4]^ 



eM# tflAiofl 5_^ 2 [ li 3]_^^_5-o^_ 1 _ (4 _ 13 il^^4^-3Eil^)-3- S& )f.s^ 1Dll ^_ ljy 

-[l,2,4]H5]4i 337mg(0.89mmol)# ^}-g-*Rr ^l^l^Jl^ 24ofl^ 

H o V ^^-S til-g-A]^ jLafltffil JLafl^l: 322mg(^ 88%)^ ^^-£4. 



<668> 



1 H-NMR(400MHz > CDCl 3 ) 8 3.15(s,3H), 6.05(s,2H), 6.82(d, 1H, J=7.5Hz) 



6.97-7.02(m,2H), 7.65(d,2H, J=8.6Hz) , 8.05(d,2H, J=8.6Hz) 



<669> 



4i 



<670> 



4-[2-(4-^l^#i^-5fl^)-5-HSl#^S^l^-2H-[l,2,4]He1^-3-^]-^Bl^ 



<67i> [§(-4}-^ 48] 



<672> 



FX 




9 
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<673> av 7 ] s3X\d\] 24^1^ l-(4-^11^4 1 d- 3 ll^)-5-/r^l-3-Be|#^^S.-l^[l,2,4]B 

4-[2-(4-^l#sl-'d-5ll^)-5-H^#^^.^l-2H-[l,2,4]Bs1^-3- < y]-^^^ 

299mg(0.89mmol)^8: ^-|- ^l^-JI^r 24^1^^ ^^fl «J-»jB£. 

^ i^l^ 244mg(^ 72%)# ^=-^4. 

<674> 1h-NMR(400MHz,CDC1 3 ) 5 3.15(s,3H), 7.45(d,2H,/=6.0Hz) , 7.65(d,2H,/=8.0Hz) , 

8.10(d,2H,/=8.0Hz), 8.75(d,2H,/=6.0Hz) 
<675> -g-^j 180 °C ~ 182 °C 

<676> Aj a] ofl 42 

<677> 4-(5-/^l-t-3-He|#^iS.^l ^-[1,2, 4]H2j ^-1-^ )-*M#-£<>H H 

<678> 49] 

<679> ^\ ^ CH 3 



1- (4-*f| € #i ^ ~n ^ ) -5-p-l- 1 -3-B e| #^^-l/^ [ 1 , 2 , 4] B E] o}# 
120mg(0.32mmole)# ^fn^ .^IH^SHHS.^ 2mHl ^r*] -f 0°C5. a] 

7l<H] Dfl^ P>zitfl^ tllm^HSS.^ -g-^(3M solution) 

0.18ml(0.54mmole)-i- ^7R1 ^ «]-g-^^ ££1- #£o.^ ^ 3^1^^ H^V^i}. 
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He^lil^ ^BeHMS-S-^ 1M -§-°-3# 0.9ml (0.90mmole) ^7}% ^ 18^1 
#^°J: 3HM-^ S^V^4. 0°C m ^ ^ *1H.s-a16>u1_o-^^a> 

150mg(1.34mmole)4 4H# 256mg(3'.20mmole)-§- # 2mHl ^ 

4^- 3Al^«V HHV^nf. tiV-g-ol #4 ofl^ o>Afl 

tflolH# 7>^H * i^°M|elMSS 3^ ^#*1 4-g- ^-7l#^ i^- 

13 43^4. ^ nj-ntD^o.^ £3^1 ^ oJ4, 

4£ ^ ^ aS4£^-efl=)(°lll s)-^)olE : u-5n a v ^iav=7:3)s. ^aflaH ^1^4 

MW§- 63mg(^ 52%) # ^^4. 
<68i> lH-NMR( 400MHz, DMS0-d 6 ) 6 2.45(s,3H), 7.20(d,2H,7=8.2Hz) , 7.35(d,2H,/=8.2Hz) , 

7.52(s,2H), 7.70(d,2H,/=6.6Hz), 7.98 (d,2H,V=6.0Hz) 
<682> 245 °C ~ 247 1 

<683> AjA]ofl 43 

<684> 4- [5-(4-pfl s. a1 -3)1 ^ )-3-Bej 1^.2.^1 1- [ 1 , 2 , 4] He) ] -iM^o}*] S- 

<685> [^-*VA1 50] 

<686> JDCH 3 
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<687> av 7 ] 42011^ l-(4-^l^#i 1 d-5ll^)-5-^#€-3-BHl#^-i^-l^[l ) 2,4]m 

tfl^H l-(4-pfll^4 1 d-^ , d)-5-(4-Dn4 A l-5ll , d)-3-He]#^S--l^[l,2,4]H 
127mg(0.32mmol)^r afl^-te ^aH 42<>lH4 *#^SL3. 

til-g-A]^ JL^^ 68mg(^i: 53%)!- ^=-^4. 

<688> lH-NMR(400MHz,DMS0-d 6 ) 6 3.85(s,3H), 6.96(d,2H,/=6.9Hz) , 7.45(d,2H,/=6.9Hz) , 

7.55(s,3H), 7.75(d,2H,/=8.6Hz), 7.95 (d,2H,/=8.6Hz) 
<689> -g-^j : 251-253 °C 

<690> AjA]oj] 44 

<69i> 4-[5-(4-w ^ )-3-Hsl#^S^l ^-[ 1 ,2 ,4] 4^-1-^ ]-M^£44 — 

<692> [3|-§}-Al 51 ] 

<693> Br 



<694> N-(4-££44H-^)-H3f-^£S<>MlH4 u l^^ 250mg(0.88mmole)# 5ml4 
1,4-^^Hl -g-«flAl^l tf-g- 0.08ml (0.97mmol)l- 344S4. #£<HH 

10£?> 4-ti.5.S.«flS 0 ^ #^4°1-B 212mg(0.97mmol)# 34^4. ^°A^r 

0.5. ^ ^-§-^1 ^4 443HH1- -f l-^-i- oMHHBS. 2 




* 
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= ^ «l^=l:l)^ ^*H*H -S-H^ a^sHS-i- 208mg(^ 53%)# <2&4. 
<695> iH-NMR(400MHz,CDCl 3 ) 6 4.95(br,s,2H) , 7.39(d,2H,/=8.7Hz), 7.58-7.62(m,4H) , 

8.05(d,2H,/=8.7Hz) 

<696> ^^1^1 45 

<697> 2-[5-(4- * S.S.-n ^ )-3-Sel #^-.£^1 1- [ 1 , 2 , 4] 3= 3 ]-5-^ 3r#i\i- 

<698> [s^H 52] 



<?oo> N-(5-^l^#i^-^e]^l-2-^)-me|#^--$-5. d HBol-u]c^ 130mg(0.46mmole)^r 
5ml^ l,4-t]^H] -g-«flAl?l cf^- jr)e]^ 0.04ml(0.51mmol )f- ^7>i5>^4. oV-§-^# # 
£<>IH 10-g-H- ^ 4-^.^2.^1^^ #S.e^o]c ii5mg(0.51mmol)-i- ^7}-&}%^. *>-g- 

^-i: 110TC4M 24Al^o> 4=-a]^ H^H?}^. til-g-ol 3^ 3f t aV-g-oflo] ^.g. 

S 25] 4-§- -fMf^ iSj- i^-l-S IS) ^<5>ji ^ ^o^vll^o.^ ^ 



<699> 




Br 
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olB^aTg- sfiA>=3:7)5. ^^*H £*H3-^"§- 107mg(^ri: 52%)^: £524. 

<?oi> lH-NMR(400MHz,CDCl 3 ) 5 3.42(s,3H), 7.55(d,2H,/=6.7Hz) , 7.70(d,2H, >6.7Hz) , 

8.15(d,lH,/=8.5Hz), 8.65(dd, lH,/^8.5Hz, 7^=2. 1Hz), 8.95(d,lH,/=2.1Hz) 
<702> : U3~145 °C 

<703> A] ojj 46 

<704> 2-[5-(4-^^Al-^^)-3-Hsll-^iL^^-[l,2,4]He|^-l-^]-5-^^:#S^- 

<705> ^ 53] 



<706> 




<707> AV 7 | ^A]6\] 45^1 A-] 4-USS.'fflS < il #S5}olt= tfl^lofl ^0}^ ^ #£.EMS- 

87mg(0.51mmole)^: A]~g-^ afl^SKufe ^A]ofl 454H<al- ^H*! «V-§-a]^ 

-H^ll^ 108mg(^ 59%)^- *r^*>£ch 

<708> 1 H-NMR(400MHz,CDCl 3 ) 8 3.25(s,3H), 3.85(s,3H), 6.90(d,2H,/=6.8Hz) , 7.50(d ( 2H,7 

=6.7Hz), 7.95(d,lH,/=8.5Hz), 8.45(dd, lH,//=8.5Hz, ./>2. 1Hz), 8.95(d, lH,/=2. 1Hz) 
<709> -g-^ : 138- 139 °C 
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<710> 



<7ii> 2-ofl ^:^5L^-5-[5-(4- w SS.-^ \i )-3-Se| H - [ 1 , 2 , 4] He) oy#-l-«J ]- 

<712> [3KVav 54] 



<7i4> N-(2-^l^i 1 d-^^cl-5- < a)-H^#^^.SfHl£ 0 l- i: 'l^s]-* 130mg(0.46mmole)-S- 
5mlfi1 l,4-t344HI 4£ 0.04ml(0.51mmol)# ^7>^4. # 

10£?i ^ 4-w.SJE.feH 115mg(0.51mmol)# ^7\t}°^. «V-g- 

110TC °1H 24*1 jati>5>^4. tiV-g-oj ^ HV-g-oflo] A £t 

S 25] cfw -n-7l^# i4 12) ^ajs-U ^nfntil^A^. 7^2: 

°lB:ii^^ ^=3:7)3. ^1<?H ol*fl#£) S^lSrW 107mg(^ 52%)# <2&4. 
<7i5> iH-NMR(400MHz,CDCl 3 ) S3.42(s,3H), 7.55(d ) 2H,/=6.7Hz) , 7.70(d,2H,/=6.7Hz) , 

8.22(d,lH,/=8.5Hz), 8.55(dd, lH,/^8.5Hz, 7^2. 1Hz), 8.95(d, 1H,7=2. 1Hz) 
<716> -g-^ : 141~U3°C 



<713> 




Br 
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<717> 



^Hl 48 



<7i8> 2-^^#i^-5-[5-(4-^s.Al-jf|)^)-3-Be]^^^l-[l,2,4]B^^-l-^]- 

<719> [5\-^+\ 55] 



87mg(0.51mmole)^- A>-g-*V ^^-^ ^ofl 47^1^ a i^S ^^l^ 

Jl^l^ JEaflSj-^l- 108mg(^# 59%)^ ^H*$4. 
<722> lH-NMR(400MHz,CDCl 3 ) 6 3.25(s,3H), 3.85(s,3H), 6.90(d,2H,/=6.8Hz) , 7.50(d,2H,7 

=6. 7Hz), 7.85(d,lH,>8.5Hz), 8.35(dd, 1H, Ji=8.5Hz,/^2. 1Hz) , 8.90(d, 1H,7=2. 1Hz) 
<723> -g-^j : 136- 137 TC 

<724> ^j A]o)] 49 

<725> 3-[5-(4-ISa-S| ^ )-3-B^f^Sl ^ - [ 1 , 2 , 4] B21 o^-l-H ]-6-*fl 

<726> 56 ] 



<720> 




<721> 




% 2003/3/14 



<728> N-(6-olll#i , d-5X)^cf^l-3- < iJ)-B^#^^oHlBc»l-n|c^ 310mg(1.09mmole) 
% 10ml^ 1,4-^^KH -g-sflAl^l nf-g- 5t|e|ci 0.10ml(1.20mmol)-t ^7>^>^cf. 

^oll^ 10£# J2«> ^ 4-y.S-£aflS^ M^bM^ 264mg(1.20mmol)# ^7^514. 
ti J:-§-°-2}-§: 110°C o(M 24Al^o> ^-s-aI^ #^ £ 

si- ifl^i 4-5- ti J"§-°JH #4 ^ ^ pfll <>HN 

^lHS 25l c}|- -^7l#^ is* i^-f-S 13] ^l^S>i ^ %^>P>ZLVil^^ 

^=3:7)3. jiafltf^ SaflS^l- 220mg(^# 45%)^gr <2&4. 

<729> 1H-NMR ( 400MHz ,CDC1 3 ) 5 3.42(s,3H), 7.55(d,2H, J=8.5Hz) , 7.62(d,2H, J=8.5Hz) , 

8.38(d,lH,J=9.0Hz), 8.45(d,lH,/=9.0Hz) 

<730> -g-*j ; 174~181°C 

<73i> ^3aH1 5Q 

<732> 3-[5-(4-^^-Al v| )-3-He] #^^.5.^11 €-[ 1 , 2 , 4] BS] oj-^-i-oj j-g-^ v|- 
slelrHl 

<733> [s^V^ 57] 



X. 

i 
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<734> 



FX 



OCH, 




<735> at- 7 ] 49^1 #^5H^- c]]Al<Hl /^M^U 

205mg(0.51mmole)-|- ^ ^JI^ ^ofl 49^1^1^- «J;-g-A]^ 

-IL^l^ £*flW# 183mg(^t 42%)^ ^-^4- 

<736> lH-NMR( 400MHz, CDC1 3 ) 6 3.42(s,3H) I 3.85(s,3H), 6.85(d,2H,/=6.8Hz) , 7.55(d,2H, 

1=6. 8Hz), 8.20(d,lH,/=9.1Hz), 8.35(d,lH,>9. 1Hz) 



<737> 



•g-^ : 185-186 °C 



<738> 



<739> 



<740> Ajlg HJ-^ 

<741> £ .f^o)] 4§ Al-Ol^^Al7llM-^-2 jL^ofl tfl*V ^fl^l" 



A- 



<74 2> 7K U-937-g- fj£U^^] ^ ^1-1^ ^ 3-^ $ 



<743> Hflo^ u-937(Human lymphoma cell)(^^ : tH^l^r^, 7}^S. : 21593)# € 



^^e]^H ^ lxHBSSC Hank's balanced salt solution)!- °l-g-^H lxlO 6 cells/ml 
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sH«H 12-1 lml^ oj7H DMSCHl 

lu 3^*13. -8-^4 DMSOl- 5p 1^ 3£ ^ , C0 2 afl^HH 37°CS 15 

wfl^}534. A>-g-sl^ o>e}-7l ^» lOmM ^£5. oflEi-^-ofl i=-o^ i 

lxHBSSS. lO^H Sl^^H ImM -g-^-lr ^}^\3i^. f-^l-g; A ImM 

o^l^l -g-<^ 10ii 1^ 7KH 43 £ ^ C0 2 wfl^HH 37°CS 30£# ^^534. 
^o] ^i^o»o. Aj^ofl £ o. ^ 4 ° C( lO.OOOrpntfH 5£# 

A. Q^^S- 3-°}^ ^-^sl f^ofl #*fl<5Kr PGE2^ SLh^WsL^ 

?)B(Cayman Chemicals a)-)* o]-g-^a] ^Sj-jL, ^^5"^ ^£1- DMS0 ^ 

yls^H 4 l-^ PGE2 ^^ll^ri- ^-9.^1 a>o]#^^-a] tIM^-i Jl^ 
on #^ ^lM-S ^}5S4. 
<744> 14. Raw 264.7 <>l-3-?> Aj^jfyg^-A] ^liMzg Jl^ ^-ij 

<745>Raw 264.7 ^^(^^ : *H^£^£.^, ^i^sr : 40071)* 12 € I-elHH^ 3" 
1 # 2xl0 6 ?VA . ^ o>i^^ 250u *WH, 37°C<>lH 2a1# flfl 

AflS.^ yfl^S go>§ yj-z}-^ ^AflAj^dOnM ^S]^J1 30£ Hflo^cg^ q 

?H 4 € # y (100 -a-^/ml)^- 5^#5lA>7]-e}-olT=( LPS; i00ng/ml)-t 

*V ^ 18Al# wB°o^>^4. J cf-g- ofl*lf- 4# Al^^ofl ^ ^ EIA ?}B 
(Cayman Chemicals)* °l-g-^>^ PGE2 ^}^x^-. 
<746> 2 ) ^4 

<747> ^-^14^ *}7l a H M-^ifl^cf. 



#^ <y*}-: 2003/3/14 



<748>%o^4| = (o]E^l^ Y ^ LPS^l cfltl PGE2 ^S. - tfl$ iL^s} PGE2 

/ (SI^s^y % LPS^l tfltt 3i^€ PGE2 X 100 

<749> [5, 1] 

<750> X[o] ^S.-^X\ 7]} i-Ml (COX) ^sfl % inhibition) 



3*^* 


COX-lClu M) 


C0X-2(10nM) 


7l§l-^(Valdecoxib) 


28.8 


5.47 




29.2 


7.62 


*!*H 26 


38.8 


10.53 


^*H1 27 


13.8 


16.04 


28 


10.1 


28.62 


^Hl 29 


16.7 


6.23 


*!*H 30 


18.6 


7.32 


31 


16.5 


5.66 


-e A l°il 32 


19.9 


12.6 


i 33 


19.2 


19.23 


^ A HI 34 


23.5 


26.82 


-M^HI 35 


11.8 


38.65 


^ A H1 36 


21.6 


6.23 


37 


23.7 


8.92 


38 


19.5 


5.95 


^ A MI 39 


12.5 


32.62 


4! A M 40 


18.7 


33.73 


^]A|6j| 41 


16.7 


8.88 


^ a) oj] 4 2 


38.0 


12.08 


43 


34.6 


32.32 


-6]a|o}| 44 


23.1 


29.86 


•*J'*H 45 


14.6 


33.63 


^A|aj| 46 


12.6 


42.32 


4! A M 47 


21.9 


4.26 


-M A HI 48 


28.8 


5.63 


aja|o}| 49 


14.6 


3.21 ! 


41 A H1 50 


10.6 


4.32 



<752> 3) 5$ 7} 

<753> #7l AH^jL^Al/flM-All-l * a\o] 7\)^}-2^\ *|*M invitro ^^^4 

1- JL^Nlina 4^-4 £4. 
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<754> ^X\6§ 24 tfl^l 50^ A}o| #j^Aj 7]) 14^)1-1^ «^^%ofl cfl^ A}o)^S.^}7])^4-2 

o] al-i-o] 7l^f-^(valdecoxib) SL4 ^ ^^M- $*|*| ^Jo.^ 

7> 7l^#^4 7)2) &<&is}7)^ -*M^-g- M-El-.tBc)-. ^ A ]ofl 28^1 l-(4-^^ 

^i , d5ll^)-5-(4-^^-Al5ll^)-3-H^#^S-l^[l ) 2,4]B&|^ ) 35^ l-(4- 

^ll^S'd^y)-5-(4-^l^-Al5fl^)-3-E & |^= o_ S -i^[ 1)2i 4]H^o|-^ ) ^Ajofl 390] 

5-(3-^SS-4-^l^-Al-3ll^)-i-(4-nll^^i , d-5ll'd)-3-H^^^S^l-l^[l ) 2 ( 4]Bel 
°}^, 40^ 

5-Sfl2:[l,3]-^^-#-5-^-l-(4-^^#i , d-3ll 1 d)-3-Hel#^S^t-l^[l,2 I 4]^el4 
# , ^A]ofl 44^ 4-[5-(4-«.^2.-5|] , d)-3-He)#^^^l^-[i i 2,4]He)ci>#-l-^]-wfl 
^^ol^c, ^ A |^ 4 52 ^ 2-[5-(4-H.SS.-5fl 1 d)-3-Be1#^-$.S^^-[l,2,4]Hel^m 
-l-^]-5-^m#^-3l5m ^ ^*H] 46^ 2-[5-(4-nl]s-Als||^)-3-H5l#^--2.S.m 
-[l ( 2,4]S^^-l-^]-5^1^S^-s1^^^ 010^^ AH€5-^l^lM-^-25] 

9*fl:M-7} 7l^#^(valdecoxib)icf -f^$ 4°l#^^l^lM-^-l^ 

<755> sttb, 4^1-2^1 tflsH ^H" 47, 49, 50# afli^ulfe S-^f- 7]^-§-^Ji 

<756> 2 . ^ H o] ? ]-^7l\f -fj-i£ Aj^ 
<757> 1) 
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(plethysmometer)* °l-g-*H ^ ^^-S^M^ M (V oh )t- %^\^, 

£ 1 % 44?1 \+( car rageenan) 100 u 1 € 1 ml ^\7)S. ^ 4*r 

°fl ^4*r5$4. 447l\t 3 Aj^Hl <H^£443 ^(V 3h )l- ^ 

^4(T 3h -T oh ) -& tfl2t| ^o^oj ^ 7 >(C 3 h - C oh )4 *}M*}3-, ifl 2^(^2:1:^ 
MS)-!- 0 % <^](inhibition)A5L iL$M: nfl , 4 <**ll ^45!t4. 

<759> 2) 

<760> ^l^Hr 4?] JE 2<H1 444^4. 
<761> [ S 2] 

<762> A>o]-f 7fl4^ (COX) JL4(^^: % inhibition) 



<763> 





^1 : % inhibition) 


^llrirl 1 (Indomethacine) 


40.1 


7|§1-2J 2 (Celecoxib) 


23.9 


27 


21.7 


*!*HI 28 


23.3 


34 


19.3 


'e A ] 35 


32.3 


^Hl 43 


39.1 


*Ja|o|| 44 


28.8 


-*!*HI 45 


21.6 


-gAH) 46 


33.4 



<764> 3) 5| 7 } 

<765> ^y] A}0)^^X\ 7fl4»l ^sflofl ^ J„ v i vo ^141- J2#SfljiL£ 4^4 £4. 



1 n ^ no 
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<766>^a1^1 27 tfl*l 464 44 #3.^4711 4*11 4 44%4 4-§: c l 7l (Celecoxib) H4 

44 ^<H444 ^44 -f^*l ^O.^ 44xi4. °lc 44 #^44 Tfl 4*H cflll 44 

4$#^4 44 ^444 ^44 44\«4. ^1 ^4°fl 354 i-(4- 

D lll#i 1 dsil , i)-5-(4-^^la)l^)-3-He)#^S-l^-[l,2 1 4]H^^ ) 434 

ofl 444 4-[5-(4-W.S£-5ll ^ )-3-HBl I-¥-£S-°ll H4 1 ,2 , 4]£e) o}^l-<S ]-<M#£4 c l 
= , ^ ^a]^| 464 2-[5-(4-^4Al3EH<d)-3-H£]#^S.t,fl^-[i )2) 4]H^o1.^-i-<y]_5_ 

^4^^-44 £4 3-«MI &44 44#S447fl4*fl4 445-47} 7l§#^ 
(Celecoxib)Ji4 f -f<r$ ^4 £4. 

<767> tr*!, A>o] #5.4^7)14^1^1 tfl*H 34* 444^ S-^ 4^#^ 

(Ceiecoxib)^-4 ^44 431 £41- 444^4. 44$ ^4b sfl^f-^ 
1:4^^14 4 4-^44^ ^ £L<^4. 
11^4 3l4I 

<768> £ ^ofl ^sflo] yjiEflS-OlH^ ^44 -f4-§-°l 7fl*i44 S.^ 

4°o\ 4^, ^£4^ f^, WW #1 3~ ^E| Hi l|f ^ 

4 aI^t 44-t<>ti4 -ft-g-44 <r &°.4 *fl<l,#-f ( i<3 s4* ^ 1,2,4-hbJ 

4# 4^4 hl^ ^4 ^4 41:4 4^4^ ^4^ 4M- ^-I^^s 444 
-b 4444 ^Ji-I- 4^4 *r $14. 
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1] 

[ Sj-*W 1] 



Ri£ C 3 - C 6 Aji-sM; c 3 - c 6 A]tst?iN; 31 ^; Ci - c 6 <M, c 2 - c 6 
fe^j, d - c 6 Cl - c 6 ^s^ai, ^Mt, s.tt^Hic, ^ 

^; i^efl^; Ci - C 6 0 ^a] ^eJefl^; s^^oIji, 

l^D- 2] 

l IN 

l-(4- ^ )~5-n ^-3-^^2.3.^ %-Uh [1 , 2 , 4]H^ off. ; 

5-(4-ii£-1 <d )-J-(4-wll ^i^-sfl ^ )-3-SBl f-f-JSLS.^ 1 ,2 ,4]Se| of # ; 
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5-(3-y^Ml^)-i-(4-^^#S^4^)-3-^^l-^^.^^-l^-[l,2,4]Hs1^; 
5-(4- #^BB-3)1 ^ )-l-(4-ofl ^B^-3)l ^ )-3~B3 €^£5^1 1"1^[ 1 ,2,4] SB] ; 
5-(3 , 5-^] t-^S-4-^l^-A] -offl y )-l-(4-pfl £#^-511 4. )-3-B 5] t^Si H-lff-[l ,2,4] 

5-(4- #SS-s|l 1 d)-l-(4-^^#^^-3ill^)-3-HB]#^-^5.t J il^-i^[i > 2 ) 4]S5]^]-#; 
5-(3,4-^#SS-3ll 1 d)-l-(4-^l^#^^-5ll 1 d)-3-B5]#^S^l-l^[l,2,4]Bs]^1-#; 
5-(3,4- n) p)l ^-a] ^ )-l-(4-^ ^^^-2)] ^ )-3-Be] #^.B*I) l-l#-[ 1 , 2,4] He] o># 

5-(3,4-^]#^-^.B-3ll , d)-l-(4-^^:#i , d-3ll 1 d)-3-He]##-^^l-l^[l,2,4]BB]o> 

. 

5. i 

l-(4- ^^s^-5ll^)-5-(4-^14^1-3ll 1 d)-3-H5]€^Sn]l^-l^[i,2,4]BE]o]-§; 

5-(3 > 4-tq^4A]-^^)-i-(4-^l^#i^-^^)-3-Be]€^S^l-l/^[l,2 > 4]He]^#; 
l-(4- e^B^I ^ )_ 5 -p-S^-3-E ^ « ^_^[ x , 2 , 4] Be] o}^ ; 
5-(3 ) 4-^all^l^)-l-(4-^l^#i^-^l^)-3-Be]#^^m-l^-[l,2 > 4]Be]^; 
5-(3- l-sll ^ )-l-(4-^l ^B^-sfl ^ )-3-Be] #^ BB*11 l-i^[ l , 2 ,4] Be] 

5-(4-tSS-3-1 ^ )-l-(4-*fl ^i^-sll ^ )-3-Be] ^.B^l !~l#-[ 1 ,2 , 4] Be] o> 
s • 

5-(3- #5.5.-4-^*1 -3)1 ^ )-l-(4-xHl ^B^-^ll ^ )-3-Be] #^B5t>11 1 , 2 , 4] B 
e]41r; 
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5-(4-#^-3-^l^^l-5ll^)-l-(4-^^:#i^-5ll^)-3-H^#^S.^^-l^[l ( 2 > 4]H2l 

5-(3- #^-^S.-4-«ll vi )-l-(4-ofl ^SL^-Sfl ^ )-3-H^I #^-.2.^1 1-1^ [ 1 , 2 , 4] H 

5-(4-#^£-3-*ll €-211 ^ )-l-(4-«fl ^#i^-3)l \| )-3-H^ S.*fl , 2 , 4] Be) 

v 

5-(3- #^-^.S.-4-Dfl ^ a] -afl ^ )-l-(4-^ ^^i^-afl ^ )-3-He)#^5.ofl 1-LH 1 ,2 ,4] 
l-(4-*fl ^i^-^l ^ )-3-B2l #^J2.S*fl l-5-(4-BB] #^5. nfl €-5)1 ^ )-lff-[ 1 ,2 ,4]H 

sl^#; 

5-(4- ^l^Al-^^)-i-(4-^E3-#i^-3ll^)-3-HHl#^^^^-i^-[i i 2,4]BBl^#; 

5-(4- /-Jf^-^] 1 d)-l-(4-^E]:#i'd-s)N)-3-He)#^^^€-l^[l,2 ) 4]Bel4#; 
5-(4-AloV^-^l^)-i-(4-^^#i^-^l^)-3-BHl#^i2LS^l^-ly¥-[l ) 2,4]Helo>#; 
5-[4-(N- ^m^H^)-^] 1 d]-l-(4-^^#i 1 d-2ll^)-3-Bel#^S^l-l^[l,2,4]Be) 

5-[4-(N,N-^^l^H^)-^l^]-l-(4-^m^i 1 d-5ll'd)-3-Sal#^^^^-l^[l ( 2 > 4] 

5-(4- <^1 ^ )-l-(4-^l ^S^-^ll ^ )-3-Se] t-f-^pfl 1 -!#-[ 1 , 2 , 4] Bel 4# ! 
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5-(3^^f^5.n11^-^^)-l-(4-^^#i^-^^)-3-H^i-^S^l-l^[l,2 ) 4]H 

5-(3- oil -a)] ^ )-l-(4-^l ^£^-sfl ^)-3-H5l #^5L*fl !-ltf-[l , 2, 4] ; 
l-(4-^l ^i^-Sfl ^ )-5-m--&m-3-H^ #^^.5.^1 1-1^- [ 1 , 2 , 4] °} # ; 
l-(4- ^^#S 1 i-5)] 1 d)-5-o-t^-3-HS]#^S.n11^-l^[l ) 2,4]H^ol.^; 

5-(2- « BS.-sfl ^ )-l-(4-^l ^ )-3-Se) , 2 , 4] He] ; 
5-(2- ^]^-A]-4^)-i-(4-^Hl^^-5ll'd)-3-HSl#^-2.S.Dll^-l^[l ) 2 > 4]H^o>^; 
5-(2 ) 4-t^#^S-3ill^)-l-(4-^Hl#X , d-5il , d)-3-H^#^^^l-l^[l,2,4]B^ol- 

s I 

5-(2,5- ^#^^-^^)-l-(4-^l^#i^-^]^)-3-Hel#^-$.SDll^-l J ¥-[l ) 2 ) 4]He]ol. 

. 

5-(2 ( 4,5-Se]^^S.-sll'd)-l-(4-^El-#S 1 d-^ 1 d)-3-B5l#^S^l-l^[l ) 2 ) 4]H 

5-(2,3- 

cl#^-^l^)-l-(4-^l^i^-^]^)-3-Be11-^S-^^-l^-[l,2,4]H5]^>l-#; 

5-(2 , 4-c] ^ )-i-(4-^] ^#^^-51] ^ )-3-Bel fHtf-[ 1 , 2 , 4] He] ; 

5-(3,5- ^#^S-^l^)-l-(4-^|^S 1 d-3ll 1 d)-3-H^€^S.^^-l^[l,2,4]Hei*l- 

a > 

5-(3,5-^^^l-^l^)-l-(4-^l^#S 1 d-3J)l 1 d)-3-B^#^S^l^-l^-[l,2 I 4]He)^; 
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5-(2,4- 

^^l^Al-3|l^)-i-(4-^^i'd-5ll 1 d)-3-Bel#^^^€-l^[l,2,4]H^^#; 
5-(3,4,5-H^^l^Al-sll^)^i-(4-^^i 1 d-sll 1 d)-3-He]#^Solll-l^[l > 2 ) 4]Hsl 

5-(2- 

#^-iLS.-4-BBl fi -sfl ^ )-l-(4-*f| ^^i'd-sfl ^ )-3-He] #^-2-^ ^1 H-l# 

-[l,2,4]B^o>^ ; 

5-(2-#SS-4-MH^-^l^)-l-(4-^l^i^-5im)-3-H^$^5.^'i-l^[l,2,4]HB] 

5-(2 , 4- c) #5.S-5-€^^.S.-5)l ^ )-l-(4-^| \i )-3-B ^ f-^S.^ ^-Iff 
-[1 ( 2,4]H^^#; 

5-(3-#^S-4-^lt-s|l 1 i)-l-(4-^^-#i^-ff)]^)-3-B^#^S^l-l^[l,2,4]He] 

°}#; 

5- ^^[l,3]^^#-5-^-l-(4-^]El#i^-3|] 1 d)-3-Hel#^S.^^-l^[l,2 I 4]He|^l- 
5-^]^i 1 d-2-[3-Bel#^-0_5.^^-5-(4-H^#^S^l^-3ll^)-[l ) 2,4]H^o>^-i- 
5- nll^i^-2'[3-HB]#^S^l^-5-(4-^^l-3Jll 1 d)-[l,2 ) 4]^Blo>#-l-<a]-3i)^^ 
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5-i £^M-2-[3-Be| €^£^1 t-5-(4-Be] f-^-i^l^bsl] ^ H 1 ,2,4] o>^ 

5- ^E]-^^^-2-[3-HS1#^^^^lt-5-(4-f-^^-^^)-[l,2,4]H^o>^-i-o^]_^H]ti 

5-^1 ^i^-2-[3-S2]t^Si *i-5-(4-Al 4^-^11^ )-[l , 2,4]H^ o}^-i-^ ]-5£) e] £ ; 
5- ^#S^-2-[3-^e] f^St| l-5-(4-oM v|)-[i , 2 ,4]H^ o^-i-^]-^ e] £ 

5-°fl ^#i^-2-[3-Ms) ^-5-(4-N-^l t^l ^-31 ^ )-[ 1 , 2 , 4]H3 0>#-l-«^ ]- 

5- tjfl ^i^-2- €^-2-^1 1-5-C4-N , N-c] ofl ^ofuj ^-sfl ^ )-[ 1 , 2 , 4] B e] of^-i- 
5-^l^i^-243-Be|€^^^€-5-(3-^t-^^)-[l,2,4]Helo>^-i-o^]_T E ]^^; 

5-^l^#£^-2-[3-H4#^S^l-5-(3-^^A]-3E)]^)-[i t 2,4]H^^#-l-^]-sle]^; 
5- ^^#i'd-2-[3-Hel#^S^l-5-(2 ) 4-^#^^-5ll 1 d)-[l ( 2 ) 4]He]^-l-^]- 

5-i ^ -2- [3-B ^ #^--$-^1 ^5-( 2 , ^ ) - [ 1 , 2 , 4] B 3 4#- 1-^ ] - 
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5- ^lfl^S^-2-[3-S^#^5.t I fll-5-(2 ) 4,5-£5l#^S-2ll 1 d)-[l ) 2 > 4]Ha]^#-l- 

5-^l^#S^-2-[3-H^#^S.^ll-5-(2, 3^#3.3.-*H 1 d)-[l,2,4]Belo>^-i-o^]- 5 i] 

&)^; 

5- ^l^^ 1 d-2-[3-B^#^S.^l-5-(2,4-^^^S.-3f|| 1 d)-[l ) 2 ) 4]He]4#-l-^]- 5Z 1 
5-^l^#i 1 d-2-[3-Be1#^Sn111-5-(3,5-^#^^-5)l 1 d)-[l I 2,4]Hsl6>S- 1 -o^ ] _ 

5- ^ ttI^-2-[3-H5]f^lii-5-(3 , 5-q ^ Hi, 2, 4] H&| ^#-1-°^ ] -3i] 

5-^^#i^-2-[3-H2l#^S^l-5-(2,4-^^^Al-s11^)-[i ) 2,4]H^om-l-^]-3il 

5- *fl ^#^£^-2- [3-BBl ^t>1] 1-5-C3 , 4 , 5-HS] ^^-sfl ^ )-[l , 2 ,4]He]^f-l- 

5-*ll ^T#5L^-2-[3-^Bl l-5-(2-t^5.S-4-BEl t-^^1 13-211 ^ )-[ 1 ,2 ,4] 

5- ^1 ^5^-2- [3-H e| 1-^-^.^dII t-5-(2-#S.S-4-M H^-sll ^ )-[l , 2 , 4] H&| 

5- ^El#i 1 d-2-[3-B^€^S TJ lll-5-(2, 4-clf" S.S-5-#^S--2|l 1 d)-[ 1,2,4] Bel °> 

#-i-°a]-5q^^; 
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5- ^lfl^i^-2-[3-H^#^^^^-5-(3-#^S-4-^^-3ll 1 d)-[l ) 2 ) 4]H&l^l-#-l- 

2- (5-<fe[l ,3] A -%#-5-°4"3-Bel#^S^l l-[ 1 ,2 ,4] HeJ o}*-l-<H )-5-^l <&#£^^ 

3- [2-(4- ^^^^-2ll^)-5-H&|#^--$.Sp||^-2^[l,2,4]^Elo>#-3- o a]-Slel^; 

4- [2-(4-tfl ^#5.^-^1 ^ )-5-He| 1-2^ [ 1 , 2 , 4] Be] ^#-3-^ ]-s] e] £ ; 

5- A]#^«i^-i-(4-oll^i^-5ll^)-3-He|#^^T I |l^-i^[i ( 2,4]H^^#; 
5-Al#S^^-i-o^_ 1 _(4_^^ i ^_^^)_3_e e )^s^^ p] ,^_ 1 ^ [lj24]Se , 0 |. #; 

4-(5- 3fl^-3-H.eIl-#--SLS.^Il-[l,2,4]Be|<»>#'l-^)-^l^l i t^>TlH; 
4-[5-(4-aS£-^N)-3-H^#^^m-[l,2,4]Bel^#-l-^]-^€^6l-t?lc ; 

4-[5-(4- €^S-^l^)-3-B£]^^^l-[l ) 2,4]B^^-l- o a]-^^l^^H^; 
4-[5-(3,4-tq#^S-^N)-3-HeI#^S^^-[l ) 2 ( 4]B^o>^-i-^]- 1 a^l^^.o|. D )c 

4-[5-(4- #SS-^^)-3-He]#^SD)l^-[l ( 2,4]B^^#-l-^]-'a^l^^l.uli= ; 

4-[5-(3,4-tq#ss-^l^)-3-Hel§^s^l-[i,2 ) 4]Bs]om-i-^]- 1 ffl^l#^H^; 

4-[5-(4- tfl^]-^^)-3-B2l#^5.iH|€-[l,2,4]Helol-#-l-^]-^!^I#$o].nlH ; 
4-[5-(3,4-^^^Al-^l^)-3-B^#^^|€-[l ( 2 ) 4]Be]o>^-i-^]-ia^l#^o> t il^; 

4-(5-p- #l-3-B^#^Bp)m-[l,2,4]Hs]4#-l-^)-^^l#^H^; 
4-[5-(3,4-rq^l-^l^)-3-H^#^^l^-[l,2,4]B^^m-l- o a]-^^t^HH; 
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4-[5-(3- #^S-4-^^-^1^)-3-B^*^S^]1-[1,2,4]H^o>^-i-^]-^^^s.o>t 3 1 

r: • 

4-[5-(4-#^-3-^l-^l^)-3-B^#^S^€-[l,2,4]H^4#-l-^]-^^^€- 6 H 

m • 

4-[5-(3- #^-4-^^Al-^^)-3-HHl#^^^m-[l,2 ! 4]H^ofS-i_o^ ] _«fl^ 1 -^o} 
4-[5-(4-€SS-3-^^l-^^)-3-H^#^S^m-[l ) 2 1 4]H^o>^-i-o^]-^^^6l- 

D ] — i 

4-[5-(3- #^^-4-^ll-^^)-3-H^t^^^l-[1.2,4]S^ d m-l-°a]- , ffl^#^ e >> 
4-[5-(4-#^^-3-^l^-4^)-3-HB]#^St 1 ll^-[l > 2,4]He]^-l-^]-^^l#^ 0 l- 
4-[5-(3- 1-^5.-4-^1^ a], 5|| ^)-3-He) l-^^l ^-[1,2,4] HB]^#-1-^ 

4-[3- H^#^S^l^-5-(4-H^#^^Dl]t-^ 1 d)-[l,2,4]H^^#-l-^]- i a^l^^ 
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4-[3- S^€^S^ll-5-(4-H^€^^^l^Al-i f )l^)4i ) 2 ) 4]B^^#-l-^]-^!^l# 

4-[3-Belt^5.^m-5-(4-^t-4 1 i)-[l,2,4]HBl4#-l-^]-^l^#^ <5 HH.; 
4-[3- He]#^^^l-5-(4-Alo}t-5i|^)-[i ( 2,4]BElol-#-l-^]-Hfl^#$o}Dl^.; 
4-[3-H3 #^5.Dfl ^- 5 -(4-6]-nl i^sfl ^)-[l,2,4]Esl 0ff-l-°J ]-HS^#^<>H H ; 
4-[3- B^ l-5-(4-N-^ i^-sfl ^)-[ 1 , 2, 4]HBJ off -l-lH-'ffl^^M 

— I 

4-[3-BBl#^-^^l l-5-(4-N,N-^l ofligoj-nl^-s)) ^ )-[i ,2,4]B£] o>#-l-°J ]-^#£a> 

4-[3- B^S^S^11-5-/»-1-1-1,2 ) 4]B^o>^-i-^]-^|^^s.o>b1h; 
4-[3-H^#^^^l^-5-(3-S^#^^^ll^l^)-[i ) 2 ( 4]Be]ol-#-l-^]-^^!#^o} 

443-H^#^S^^-5-(3-^^l-^l^)-[l,2,4]H^4#-l-^]-^^l#^^]^; 
4-[3- B^#^S^l-5-(2-ti.S.a^^)-[l,2,4]HBlo>#-l-^]-^I^I#^ol.i 3 l = ; 

4-[3-H^#^S^l-5-(2-^^l-^^)-[l,2,4]B^4#-l-^]-^^#^4 D ]^; 
4-[3- B^^^B^l-5-(2,4-q#^^-^^)-[l,2,4]H^4#-l-^]- , ffl^#^ (5 H 

4-[3'B^#^B^^-5-(2,5-q#^B-^l^)-[l,2 > 4]B^d}#-l-^]-^^^6]-n)c 
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4-[3- S^l^S.nl]t-5-(2 ) 4,5-H^#^S.-3ll^)-[l,2 ( 4]B^om-l-^]-^^l^ 

4-[3-B^tfiSlt-5-(2,3-^tS^N)-[l,2J]E^oft4-^]-i|^ p ]H; 
4-[3- B^#^^^m-5-(2,4-^#S^-^] 1 d)-[l ) 2,4]Helo>^-i-o^]-a 1 l^^o>olc ; 

4-[3-HS]^^S^l-5-(3,5-^^^Al-5ll^)-[i ( 2 ( 4]S2lo}^-l-^]-ia^#$o>n] S .; 

4-[3- He]€^S^l^-5-(2,4-^^^Al-^^)-[l,2,4]H^^m-l- o a]-^^I^^l- i:i l^; 
4-[3-Se1€^S^^-5-(3,4,5-S^#^S-5ll 1 d)-[l,2 ( 4]He1o>#-l-^]-^l^l#^} 

4-[3- 

H^#^Sn11^-5-(2-#^S-4-m^l-^S^t-^^)-[l,2 1 4]Bsl 0 l-#-l- 0 ^]-'a^ 
; 

4-[3-m^#^S^€-5-(2-#^-4-MSS-5ll^)-[l ) 2,4]Bel^#-l- o a]- 1 ffl^#$ 6 l- 
4-[3- HB)#^^^l-5-(2 ( 4-^#^-5-t^^-^^)-[l,2 I 4]H^^#-l-°a]- 1 i^ 
4-[3-B^t^S^l-5-(3-#^^-4-^^-^l^)-[l,2 ( 4]He]of^-i-^]-tifl^^<>f 
4-(5- 

te[l,3]^^#-5-^-3-He]#^^m-[l ( 2,4]B^^#-l-^)-^^#^HH; 
4-(5-^e|^-3-^-3-H^#^S^l-[l,2 > 4]H^4#-l-^)- i a^l#^ c >M-^; 
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4-(5- B]Hl^-4-^-3-H^#^^ll-[l,2 ) 4]H^o>^-i-^)_Hfl^ # ic}n|H; 
4-(5-Al#^^^-3-H^#^S^l 1 i-[l,2 ) 4]Sel^-i-o^)_^^^o|.Dlc ; 

4- (5- ^#S«l^l-l- < a-3-B^#^^^^-[l,2,4]HHl^-i_^)- 1 a^l^o> U lc; 

5^^i^-2-(5-4^3-B2l#^SB|I^-[l,2,4]Bel<>>^-l- , a)-^3l^; 
2-[5-(4- 

^ )-3-H^ 1- ^iSi ,2,4]H3 6 f#-l-°a ]-5-^l ££2E^-^ £ ; 
2-[5-(4-#^S^l^)-3-B^#^S^^-[l,2,4]H^^#-l-^]-5-^^i^-^^ 

3; 

2- [5-(3 , 4- t) ^ ^ )-3-H&) !-[ 1 , 2 , 4] Bs] ^>#-l-^ ]-5-^l 

2-[5-(4-#S.S-sll^)-3-H^€^S^ll-[l > 2 ( 4]S^^#-l- o a]-5-Pim#S 1 d-^^^; 
2-[5-(3,4- ^#^S-3Jll'd)-3-H&l#^S^l-[l I 2,4]He1^-l- < il]-5-^m^i^-3l 

5- nfl ^i^, 2 -[5-(4-^s-Al -5)] ^ )-3-Balt^^Sl ^- [ 1 , 2 , 4] o}^-i-o] ^ ; 
2-[5-(3 t 4- c]Dll^Al-3r]l^)-3-H5l€^S.^l-[l > 2 > 4]B^4#-l-^]-5-^f}:#i 1 d-3il 

5-^3#i\|-2-(5-p-l-t-3-B31-^--$-3.»ll 1-[1 ,2 ,4]H3 ^f#-l-^ 3 3 ; 
2-[5-(3,4- c]^^-^]^)^3-B^#^^|^-[l ( 2,4]HB]^-i-^]-5-n11^i^5r]e] 

3; 
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2-[5-(3-t£S-4-i 1-5)1 ^ )-3-B^ #^iLS*)l 1-[ 1 , 2,4]BB^ 4#~l-°a ]-5-°i] ^i^- 

2-[5-(4- #SS.-3-cfl 1-5)1 ^ )-3-B2l i-^^ofl ,2, 4] 4^-1-^] -5-^11 

6-[5-(3-#5.S-4-^^-a)-s)1 ^ )- 3 _e h}sj=l 2 >4 ] e ^ oj-^-i-o^ ^ 

^Af ofnlH; 

6-[5-(4- #^-3-^l^Al-^^)-3-Hsll-^S.^l-[l ) 2,4]BH]< : >l-*-l-^]-2lel^-3- 
^^A> 6>ul^; 

e-ts-cs^^^-^ll-siNhs-H^t^spiii-ti^^iHei^-i-^i-iri^i-s-^ 

6-[3- S^#^SD)ll-5-(4-H5l#^^^ll-sll , d)-[l ) 2 > 4]^Elo1-^-i-^]-3il S ]ia-3- 
6- [3-H &1 #^5. ofl 1 -5-(4-ofl -5)1 ^ )- [ 1 , 2 , 4] H e) 1- °^ ] a) ^-3-^^^: 

r: • 

6-[3- B^#^^ll-5-(4-H^#^S^^Al-^^)-[i,2 ) 4]H^^#-l-^]-sl5]^ 
6-[3-H^#^^^ll-5-(4-^l-5)m)-[l ) 2 ; 4]H^^#-l-^]- 5 l^^-3-^^ *W 

— i 

6-[3- Bel^^^l- 5 -(4-Al6f^- 3 )l^)-[i ) 2,4]B£l^#-l-^]-s)^^-3-#^ 4 
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6-[3-B^#^^^ll-5-(4-<>H^^)-[l,2 ) 4]Hel^#-l-^]-^^ 1 tl-3-#^V <>M 

6- [3- ^ B\ t^Si t-5-(4-N-«fl l^M ^-2)1 ^ )-[ 1 , 2 , 4] ^#-1-^ 3 ^-3-#^ 

6-[3-B^#^S^]^-5-(4-N,N-^^l^o>Pl^-^l^)-[i,2,4]H^4*-l- < il]-^^^-3- 
££X]. o}o)c ; 

6-[3- m2ll-^-iLS.^I|^-5-/irl-l-[l,2 > 4]Selol^-l-^]-^^ia-3-^'i> ^H^; 
6-[3-B^#^^^l^-5-(3-^)^Al-^^),[i ) 2 J 4]aBlo>^-i-o^]^^^-3-#^ oVn] 

6- [3- SE] 1- ^-.2.^ l-5-(3-Bfil f-^S.^ l-^ll ^ Hi , 2 ,4] ^21 ^-1-^ M 3 ^-3- 

6-[3-BBl#^^^l-5-(2-w^£-3)l^)-[i ) 2 > 4]B.elol-#-i-^]-^e]nl-3^^ ofn] 
— ; 

6-[3- B^#^^^^-5-( 2 -^4Al^^|^)-[ li 2 ) 4]Sel^#-l- l iJ]-3Xl^^-3-#$^ 0> 
6-[3-H^#^^^l-5-(2,4-^#^S-^l^)-[l ) 2,4]He]c,>#-l- < y]-5qe) i a-3-#$ 
6-[3- B^#^S.n)ll-5-(2,5-^l-^^-^ 1 d)-[l,2 I 4]M^ol-^-i-o^]_ J ii s11 z 1 -3_-^ 
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6-[3-H^#^S^l€-5-(3,5-^#^S-^^)-[l,2 J 4]Hs]4^-i-<y]- 3 i|^ 1 y_3-^M 

6-[3- BB] ffiSifl l-5-(2 ,4, 5-B&I #^S.-5fl ^)-[ 1 , 2 ,4] He] *}#-l-^ ]-$\ e] ^-3- 
6-[3-He]#^S^ll-5-(2-^^S-4-Hel#^S^l-5ll^)-[l ; 2,4]He]o>^-i-o^] 

6-[3- HBl#^^^€-5-(2,4^^^Al-4^)-[i ) 2,4]mH]of#-i^<y]-^^^-3-^^ 
6- [3-Bel i l-5-(3 , 4 , pj) 4 a] -3)1 \£ )- [ l , 2 , 4] He] <>}.#- 1- e] ]-s] e] £-3-^ 

6- [3- Be] #-f-£^*ll l-5-(2-t£S-4-tl ^ )-[ 1 , 2 , 4]Be] <»>#-l-^ ] e] 3-3- 

; 

6-[3-H£|ms.^] l-5-(2 ,4-t) ^^^S-5-#^S.-ffll ^)-[l , 2,4] ^>#-l-^ 
6-[3- B^#^^^^-5-(3-#^^-4-^l-^^)-[l,2,4]H^^-i-o^]_^^c i -3- 

2-[5-(4-#^-^.5.-3-^l 1-31) ^ )-3-He) 1- [ 1 , 2 , 4] H &] 4#-l-^ ] -5-*H ^#5. 

2-[5-(3- #^S-4-^^Al-^^)-3-Hs]#^-^^l^-[l,2,4]BB]6l-*-l-^]-5-^^ 
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2-[5-(3,5-^#^-4-^l^Al-^^)-3-H5l#^^^t-[i i2 ,4]H^o>^-i-o^]_ 5 _nl)^ : 

5- ^^#S^-2-((3-^B]q^)-3-^^#^S^]^-[i ) 2,4]H^ol-#-l- < a))-^^ i a; 

5- ^^i^-2-((4-^^^^)-3-H^t^S.^^-[l,2,4]H^o>^-i-^))-5ile]cl; 

2-(5- Al^^^-S-H^^^S-^^-tl^^im^^*-!-^)^-^^^^^^; 
2-(5-^l $-l-<U-3-^?]^£S-v\) ^-[1 , 2, 4] HEl ^#-1-11 )-5-n)l ^-^ ^ ^ ; 

6- (5- sH^-s-B^^^-S^l^-tl^^lH^^-l-^)-^^^^-^^: *H£; 

6- [5-(4- Hi )-3-HE] 1 , 2 ,4]H?1 o}^-i-<|] ^-3-#$^V <>H 

6-[5-(4- #f-^LS-sll^)-3-HSl€^S.^l-[l,2,4]H^4^-l- o a]-3l^^-3-^^- 
6- [5-(3 , 4-tq #^f-^-5)l ^ )-3-BBl €-[1,2, 4] HB] o>#-l-^ ]-3t) ^ ^-3-^ 

6-[5-(4- #SS-^l^)-3-S^#^S^l€-[l ) 2,4]S^^_i-^]-3q^^-3^^A}. oj- 

6-[5-(3,4-^#^-^^)-3-H^#^S^€-[l,2 > 4]Bs]o]-^-i-^]-5le]^-3-#^ 
6-[5-(4- 9il^l-ff))^)-.3-Be]#^^.p)]l-[l ) 2,4]H^^*-l-°a]-^^^-3-#e^ 0 > 
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6-[5-(3,4-c1o)l^A)-^^)-3-BE)#^S^l-[l ( 2,4]H^o>#-l-<a]-^^^-3-#^ 

6-(5-p- l-l-3-mHl#f--$-^ll-[l,2,4]H^^-l-^)-3il^ia-3-#€^ <>HE.; 

6-[5-(3,4-^^l-^l^)-3-BBl#^^l^-[l,2,4]B^o>^-i-^],5i]Elia-3-^^ °> 
*lH; 

6-[5-(3- #5.5.-4-^1 *d )-3-He] €-[ 1 ,2 ,4] He] °f#-l-H M e] £-3-# 

6-[5-(4-#^-3-^€-^l^)-3-Hel#^S^l^-[l,2,4]B^^#-l-^]-^^^-3-#$- 
6-[5-(3- #^-4^1^]-^)^)-3-Bel#^s^^-[l,2,4]He1^#-l-^]-5i)el^-3- 

#e^> °Hh; 

6-[5-(4-tSS-3-i4 A l -^1 ^ )-3~He] 1-[ l ,2 , 4] He) <^-l-<H el ^-3-^ 

6-[5-(3- #^-j£.H-4-*fl eJ-sfl ^ )-3-He] ^^H^l !-[ 1 ,2 ,4] He| oj-^-1-^ el ^-3- 
^s.AV <^njj=; 

6-[5-(4-l-^^H-3-^ l-sfl ^ )-3-He] ^.H^ ^-[1,2, 4] He] o}#-l-«J ]-3] e) ^-3-# 
6-[5-(3- #^j2.S.-4-^1 ^-a) -ail ^ )-3-Hel #if£s*ll H-[ 1 , 2 , 4] He] «=>}#-l-^ ] -*\ e] ^ 

-3-#-^> 0>p1£L; 
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6-[5-(3,5-^#S^-4-^^A]-^^)-3-H^#^^^^-[l,2 ) 4]H^^m-l-^]-5J]eliti 
-3-#-^> ; 

6-(5- ^e)^-3-^-3-HB]#f-iS^ll-[l,2,4]H^^-l-^)-2lsl^-3-#^ 6[xi\s.; 
6-C5-2] 51 ^-4-^-3-He) #^iL5.*ll fi-[l , 2,4] m^of#-l-^ ^ of n] je ; 
6-(5- A]#^^^-3-H^#^S^^-[l ( 2 ) 4]H^o>^-i-o^)^^c i _3-^A] : of^E.; 
6-(5-Al |-l-°a-3-BE]f^Sl 1H1 , 2,4]HS] of^-i-^ )-3t| £-3-^£^ o}n] 
— ; 

2- ofl "^^-^-(S-sIl ffiSi i-[l,2,4]H5] <>>#-X-^ 3 2 J 

5-[5-(4- tL^J£-afl ^ )-3-Bsl #^^.5.^1 !M 1 , 2 , 4]BS] o>^-i-<H ]-2-nfl ^^i^-^ ^ ; 

5-[5-(4- ^ )-3-H^#^^.i iH 1 , 2 ,4]Se] o}#-l-U ]-2-*ll ^#^^-3X) 5] 

5-[5-(3 > 4-^#^S-^^)-3-HE]#^^^ll-[l ) 2 ) 4]BeI4#-l- 0 J]-2-^l]:^'d- 

5-[5-(4- tS£-sl| ^ )-3-B&) f-^S.^] H-[ 1 , 2 ,4]B5] of^-i-<y ]-2-^ e] £ 

5-[5-(3, 4-^1 ^ )-3-H5] #^-$-^^1 1H 1 , 2 , 4]B^^t-l-«a ] ^i^-^ 

2- 

^1^3L^-5-[5-(4-^l^l-^l^)-3-Bel#^S.o)l^-[l ) 2 > 4]H^of^-i-^]-3i)^^; 
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2- ^^JE^-5-(&T^#l--3-H2l#^-iL5.til)^-[i,2,4]Hel<>>#-l-^)-^Hlia; 
5-[5-(3,4-^Hl^-2ll^)-3-H&l#^^^^-[l,2,4]S^4#-l-^]-2-^^#S 1 d-2]^ 

3; 

5-[5-(3- 

5-[5-(4-#^-3-^€-^l^)-3-Hel#^S^€-[l,2 ) 4]Bsl^-l-°a]-2-^l^i 1 d- 
5-[5-(3- #S5.-4-ofl ^ ^ )-3-He] 1-[ 1 , 2 , 4] H si °>#-l-°^ Bl ^-2- 
5-[5-(4-#^^-3-^l^Al-^^)-3-S^#^^^^-[l,2,4]B^o>^-i-o^]- S )^ci_2_^ 

5-[5-(3- ^ )-3-Be1 #^2.^ l-[ 1 , 2, 4] °}#-l-^]-^ ^ cj- 2 - 

#$^> <>H^; 

5- [5-(4-#^S-3-^] €-4 ^ )-3-B&l i£l €-[1,2, 4] B&| ^>#-l-°^ ] -2-"fl ^S. 
5-[5-(3- t^S-4-^^Al-^^)-3-Bel#^S^ll-[l,2,4]B^^-i-o^]_2-r I il^ 
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5-[5-(3,5-^#^-4-^^l-^)^)-3-BBl#^S^l-[l > 2,4]BB]o>^-i-<g]-2-^^ 

5-(5- Al#s€]^-3-HS|#^o_S^l-[l ) 2,4]B£l4#-l- < il)-2-^^i , d-3qel^; 
S-CS-^^^^-l-^-S-^^^^^l-tl^^]^^^-!-^)^-^^^^-^^^; 
5-(5- n^-3-B.^^^^M-[l,2,4]^ a }^-l- 0 ^)-^^-2-^^ 0 H^; 
5-[5-(4- « ^ )-3-^e| #^5.^11 ^-[1 , 2 ,4] ^t-i-^]-3| e| ^-2-#€^ °M 

5-[5-(4- 1-^^.5.-511 ^ )-3-HBl ^f^^llHl ,2,4] ^ e) oJ-#-l-<m-3i] ^ ^l-2-#^ 

5- [5-(3 ,4-^ #^^.3.-511 ^ )-3-H5^ #^^.5^1 1 , 2 , 4] ^ o\^-l-<£ ]^ ^ ^-2-#$ 

5-[5-(4- #S.5.-S(l^)-3-He1t^Sim-[l,2,4]H^^#-l-^]-3XlS]^-2-#5-^ o> 

5-[5-(3,4-^#5S-^l^)-3-Hell^5^11-[l,2,4]H^^#-l-<il]-3x1^ci-2-^^ 

5-[5-(4- ^^^-^^)-3-BSl#^5^^-[l,2,4]H^o>^-i-o^]_ 2 ]^c 1 _2-^A] : o> 

5-[5-(3,4-^^^Al-^^)-3-Esl#^S^l-[l,2,4]H^^m-l-^]-^^^-2-#^> 
o>d]h ; 

5-(5-p- ^-3-B$^&g-^M-[i,2A]^°}^-l- 0 i)-^^-2-£^ 
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5-[5-(3 ) 4-^^^-^^)-3-m^#^S^l^-[l,2,4]Hel^-i-o^]- 5 q^^- 2 -^A> o> 

5-[5-(3- #^-4-Dfl^-3|]^)-3-Hs]#^S^^-[l ) 2 ) 4]Hs]o}^-i-o^]- 2 ]^ci-2-^ 

5-[5-(3- #SS-4-^^Al-^^)-3-s^#^^^l^-[l,2 ) 4]^^o>^-i-o^]- 3 i]^ci-2- 
5-[5-(4-#SS-3-^^l-^l^)-3-B^l-^S^€-[l ) 2 ) 4]H^ o m-l-^]-^^^-2-^ 
5-[5-(3- ^^-4-^^-s)) 1 d)-3-Hel#^^^l€-[l,2 I 4]H^^-i-o^]_^^c i -2- 

5-[5-(4-f^il-3-1 €-51) ^ )-3-Hel #^£3.^1 l-[ 1 , 2 , 4] Bel °\^-l-<£ ] 3 £-2-# 
5-[5-(3- #^S-4-^l^Al-^^)-3-H^#^S.^l^-[l,2,4]H^^m-l-^]-slH]^ 

5-[5-(3,5-^#^-4-^^Al-^^)-3-H^#^^^m-[l I 2,4]B£]ol-#-i-o^]- S | e |^ 
-2-#5-^i o>p]h; 

5-(5- ^El^3-^-3-B5l#^iS^^I-[l,2,4]He|6>#-l-^)^2l^2-#^ <>MH; 
5-(5-5t) E) ^-4-^-3-^e] ^- [ 1 , 2 , 4] ^Vf-l-^ )-jf) ^ ^-2-#^> °H ^ ! 
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5-(5- *m^^-3-^^£^M-[l,2A]^ 0 \^-l- 0 ^)-^^-2-^^: ^iH; 
5-(5-a1 #5L«] €-l-^-3-B5l f-[ 1 , 2,4]l£]o}f-l-^ Si £-2-#-£^> o}n] 

in j 

3- oil ^i<d-6-(5-5|l ^-3-S2] 1- [ 1 , 2 , 4] He) ^>>#-l- 0 ^ )-3X| E) 4^1 ; 

3- [5-(4- U ^2.-5)) ^ )-3-He1 #^5^] ^-[1 ,2 , 4] S&l o>#-i-<^ ]-6-nfl e| t} 

3-[5-(4- ^ )-3-He| #^-$-^^11 1-[ 1 , 2 ,4] HEl oV^-l-U ]-6-*fl ^#^-^1 A 

3-[5-(3 ) 4-tq#^^-^^)-3-B^#^S^lt-[l ) 2,4]BBlo>^-i-o^]-, 6 ^)^ i ^_ 

3-[5-(4- #^-^^)-3-BEl#f-^^^-[l I 2 > 4]Bsl^-i-^]-6-t I )l^i^-3r]e]4 

21; 

3-[5-(3 , 4-t] #5.S-s|l ^ )-3-HBl f-[l,2,4]Ss] o}^-i-<£]- 6 -u\] ^£.^-5) 

3- ^l^#i^-6-[5-(4-^l^A]-^^)-3-H&l#^^o11^-[i ) 2,4]Hel^#-l-^]-2l^4 
3-[5-(3,4-^^^Al-^l^)-3-H^s = ^ 0 ,)T i _ [1) 2 i 4]H^ol.^-i-o^]- 6 -^^ i ^-Tq 

3- i ^tl^[-6-(5-p-ti-3-HEl t^^Sl ^-[1 , 2 , 4]^e] fff-1-^ el 4^1 ; 
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4^1; 

3-[5-(3- 

#S£.-4-p)] ^-sll \i )-3-H£l #-¥--2.^1 , 2, 4]H^ ^f#-l-^ ]-6-ufl 5] nf 

3-[5-(4-#^-3-^l€-^m)-3-^^#^So)l^-[l ( 2,4]H^^#-l- < il]-6-^^^^- 

3-[5-(3- ^^-^^l-^^^a-E^^^^ii-ti^^JHel^-l-^J-e-^E}:^ 
Hi-5x]e|tq-^; 

3-[5-(4-#S^-3-^^A)-3 J )l^)-3-BB]#^^^^-[i ; 2,4]Bfi]^#-l-^]-6-nl]^i 
3- [5- (3- #^5.-4-^1] ^ )-3-Be]f^il-[l , 2 ,4] H^l ^-1-°^ ]-6-^l] ^#5. 
3-[5-(4-#^-^-3-Dfl 1-511 )-3-H^ fi-[ 1 , 2 ,4]H&1 ^-1-^ ]-6-^ &^3L 

3-[5-(3- t^^"4- D ll^-^- 5 ll 1 d)-3-H^#^S.^l-[l ) 2 ( 4]B5l^-i-«^]- 6 -T Jl l^ 

3-[5-(3 , 5-cl #£3.-4-^1^1-511 ^ )-3-B5l #^3*11 1 , 2 ,4] H&| ^#-1-^ ]-6-*H ^ 
3- i B3;#i^-6-(5-^ el ^-3-^-3-Hfi] #f-£3.*ll 1H 1 , 2 , 4] ^-1-°^ )~*\ A \ 
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3-nfl^:#i^-6-(5^ e| cl-4-^-3-He| f^iS'fl ^-[1,2,4]^ 4#-l-^ eJ 4^ ; 

3-(5- Al#s.«?^-3'H2l§^S.^^'-[l,2,4]B^o>#-l-^)-6-^^i^-^^4^l; 
3-(5-^#S^€-l-^-3-H^#^S^^-[l,2,4]B^o>#-l-^)-6-^]^#i^-^B]4 

*l; 

6-(5- ^^-s-HBl^^^l^-tl^^jHelol-^-i-o^)-^^^^-^^ 4.4s.; 
6-[5-(4-^S-^l^)-3-Hel#^Soll^-[l,2,4]SE]o>^-i-o^]_Ti|^^-3-^A]. of 

4s; 

6-[5-(4- #^S-s)l^)-3-B5l#^^^l-[l ) 2 ) 4]m^4#-l-^]-4^4^-3-#e^ 

6-[5-(3,4-^#^S-5]l^)-3-H^#^--$-^^ll-[l,2,4]H^4«-l-^]-sl^4^-3-^ 
^ 44 S; 

6-[5-(4- t^s|^)-3^t^£^i-[l,2,4]EEj6ft-i-^]-3i|5l^-3-^ 

6-[5-(3,4-q#S^-^|^)-3-BB]#^S^^-[l ) 2,4]H&|o>^-i-oj]- 5 i]E]4^1^3-#§- 

# 44 s; 

6-[5-(4- ^^4-^l^)-3-m^€^S^€-[l,2,4]He|4#-l-^]-4^4^1-3-#^ 
44^; 

6-[5-(3,4-4^)^]-^]^)-3-H^#^S.^f-[l,2,4]HEl4#-l-°a]-^^14^-3-#5- 

# 44 s.; 

6-(5-p- #l-3-H^#^5.oll^-[l,2,4]H^o>i-i-oj)_^^^_3_ # iAi. ofn]^; 
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1 

6-[5-(3,4-^^l-^]^)-3-msl#^^lt-[l,2 ) 4]H^^-l-^]-^^^-3-#^ 
6-[5-(3- #SS-4-^m-^l^)-3-E^^^^ll-[l,2,4]H^^t-l-^]-^^4^-3- 
6-[5-(4-#^-3-^l€-4^)-3-B^«^SDll^-[l > 2,4]B^ol.#-l-^]^^4^1-3-^ 
6-[5-(3- f-SS-4-^l^l-^l , d)-3-Hs]l-^S^l-[l,2,4]Hel^-l- o a]-^^14^ 

-3-#€^> 

6-[5-(4-#S^-3-^^l-^^)-3-Hel#^^^^-[l,2,4]H^^l-#-l-^]-^ 514^1-3- 
6-[5-(3- #^£5L-4-*ll 1-511 ^ )-3-H5] ffiSi , 2 ,4] 4^-1- H J-s| 4*1 
6-[5-(4-#^-j2.5.-3-d11 1-311 ^ )-3-Hel #^i^l ^-[1 ,2,4]H£l ^ 4*1-3- 

6-[5-(3- #^S-4-ofl^-Al -511 ^ )-3-B5l #^^S^1 €-[1,2, 4] He) o>#-i-«y ] -3i] ^ t}*l 
-3-#^^V ofnls; 

6-[5-(3 , 5-^1 # JL JL-4-*fl ^- a] -2fl ^ )-3-B&l #^S.^ll lH 1 , 2 , 4] Bel ^>#-l-°^ M si 4 
^l-3-^€-^> 

6-(5- ^^-3- 0 i-3-B^^^^M-[l,2A]^°m-l- 0 i)-^^^-3-^E^ *M 
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6-(5-*| #3.** ^1-1-^-3-H^ #^£^1 1-[ 1 ,2 ,4] He) o^-l-H )^ ^ 4^1-3-^^V o> 

5- ^^i^^-Cs-^^^-B^l-^snfll-ti^^ls^^-i-^)-^^^^; 

2- [5-(4- ^ )-3-B^ #^L^1 1H 1 , 2 , 4] *>#-l-^ ]-5-*fl £#£^-21 3 *1 
2-[5-(4- #^S-^^)-3-S^#^S^l-[l ; 2,4]B^ 0 >#-l- 0 ^]-5-^El#S^-5l&) 
2-[5-(3 , 4-^ #^-^5.-211 <d )-3-B&| iHl , 2 , 4]H£| a^-l-*] ]-5-*fl 

2-[5-(4- #^-^)^)-3-Be)l-^^Ti|ll^[l,2,4]Selol-^-l-^]-5-^^i^-3l^Pl 
2-[5-(3,4-^#SS-^l^)-3-H^#-^o.S-nllt-[l ) 2 ) 4]Se]o1-#-l-^]-5-oil^ : #i 1 d-^ 
5- ^]^^'d-2-[5-(4-^^Al-i E 11^)-3-B^#^o_S^l-[l ) 2,4]^^^-l- i y]-s]^nl 
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2-[5-(3,4-t^pll^Al-^^)-3-H^#^S.^^[l,2,4]S^o>#-i-^]-5-^^:#i^-3i] 

5- ^ 5 ^-2-(5-/rl-l-3-^el*^-^-S.^] lH 1 ,2,4]Be]ol-t-l-^ ^ nj £ ; 
2-[5-(3,4-^^l-^^)-3-S2l#^S^t-[l,2,4]He1^t-l-^]-5-^^i^-^^ 

2-[5-(3- 



2-[5-(4-#S.S-3-^^-3ll^)-3-H^#^S.^^-[l ( 2 > 4]He]^-i-o^]_5- T]1 iEl^ i 1 d- 

2-[5-(3- #5.S-4-^^^l-5)l , d)-3-HSl#^S^^-[l ) 2,4]H^^#-l-^]-5-^^i 

2-[5-(4-tSS-3-1 ^1 ^ )-3-j|E] t^S4f-[l, 2 ,4] ^-1-^ ]-5-^l 

2- [5-(3- l-f-^.S-4-^1 <d )-3-HBl #^5.^1 ,2 , 4] °}*-l- 0 ^ ] -5-*fl <£^£ 

2 -(5-a)) ^-3-Be] f-^S^l l-[ 1 , 2 , 4]HBj a^-l-U )^ 3 *1 ^-5-^€# — ; 
2-[5-(4- yS£-^]^)-3-B^#^S^m-[l ) 2,4]H^^*-l-°a]-^slT :i l i a-5-^^: 
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A 

2-[5-(3,4- ^ ^ )-3-He] f-^^pfl €-[ 1 , 2 ,4] He] of^-l-H M ^ D l £-5-# 
?^ °> n l — ; 

2-[5-(4-#^S.-5ll^)-3-HH]#^^o|ll-[l,2,4]Bel4#-l-^]-^e1ul i a-5-#^ °> 

2-[5-(3,4- ^#SS-5|l 1 i)-3-He1#^5.^1-[l,2,4]He|4#-l- < a]-^e] T;, l i a-5-^^- 
2-[5-(4-^l^l-^l^)-3-HE]^^^l-[l I 2 ) 4]Ssl6>^i-^]-s]^p]^_5-^AV oj. 

2-[5-(3,4- ^^^l-^l^)-3-H5]#^S.^]l-[l,2,4]H&lo>^-i-o^]_ 5 r]^ 13 ic i -5-^ 

2-[5-(3,4- ^^^-^^)-3-H^#^^ll-[l,2,4]B^ol-^-i-o^]_^^nl^-5-^A]- 
2-[5-(3-#SS-4-^ll-^^)-3-H^#f-^^l-[l ) 2,4]Be]4#-l-^]-sl5ln|ia-5-# 
2-[5-(4- #3.3.-3-^ €-511 \t )-3-Hell-^S.p|l 1 ,2, 4]BE) <^-l-^ e) u] £-5- 



1 0/l_197 
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2- [ 5- ( 3-#JL5.-4-^l s- a] -all vj )-3-B 'A pfl ^- [ 1 , 2 , 4] B 5] <«- 1- <H ] - ti) ^ u) - 5 _ 

2-[5-(4- #JL5L-3-^]-iH-3)] ^ )-3-H5] tflSl ,2 , 4]^s] 3 "1 £ 

2- [5-(3-#^5.S-4-ofl 1-^1 ^ )-3-B5l f^iSi l-[ 1 , 2, 4]B£] ^-l-<y ] _s) ^ n] ^-5- 

5- iEll-l-(4-^^^i 1 i-5ll 1 d)-3-Hel^^^m-l^-[l,2 > 4]Hel^m; £ 
5-[2-(4-^4^]5l]^)^l 1 d]-l-(4-Pllt#^ , d-s11 1 d)-3-H^^^5.^11-l^[l ) 2 ) 4]He] 
of^jg. ^€ ZrlLS.^ 1,2,4-H^*># -fKE*ll ^ =L2] <£. 

3] 

s}7] 5f«H 45. S^fe o^ne]-^ -frjE^l: 
[ 4] 



#7H>H, R 2) a, B, C, ^ D^r *U^H ^3]^: £JL, 0 ^} 2^ 3t 



H 





^S(0)n 



-2 
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4) 

^l* if^Hr 3}-^ IS) l,2,4-S&)^# SEtt ^ ^--^ ^S« 0 > 

[ 1] 



_/ N Y Rl 

N 



B S0 2 



[ 4a ] 



H 

/N x /CF 3 

HN 




Y 



NH 

A" 

II I 

S0 2 

[ SJ-*M 5] 



°Y C1 

Ri 



^HH, R lt R 2> A, B, C, ^ D^r ^1*<MH ^% ^4. 



-1 n /t 1 on 
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5] 

?}JL, MMPP (Magnesium monoperoxyphthalate hexahydrate) , 

MCPBA(m-chloroperoxybenzoic acid), ^ Oxone (Potassium peroxymonosul fate)S. t 1 ^}^. 

[ m\±\ i] 



_/ N Y Rl 



B SOj 2 



[ 4b] 



H 

/N^ ^CF 3 

HN 




Y 



NH 

II I 

/S(0)m 

mn*\ 5] 



1 O A 1 OA 
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O. 



Y 



ci 



Ri 

#7HH, Rj, R 2f A, B, C, £ *m^*H m£ 0 Sfe H4. 

6] 

[ sj-^H la] 




[ lb] 




#7HH, Ri, A, B, C, 9? D^r ^l^^l ^s)^ 44 £4. 



1 O y| 101 
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7] 

^]r-5" A l ^1-2-, MMPP (Magnesium monoperoxyphthalate hexahydrate) , 

MCPBA(m-chloroperoxybenzoic acid), ^ Oxone (Potassium peroxymonosulfate)3- t 1 ^^ 
^SlsL^z-] ^m)s. ^sH^ ^t)1# if-^ s)-^ ib£] i,2,4-Helo># 

[ lb] 



F 3 C- 




N Y 




B S 

0 2 



[ 6a] 
N 





N Y 

(O)k 

#7HH, Ri, A, B, C, Drr *HinHH ^§5]*> ti>5]- £n kfe 0 HL^r H^. 
8] 
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[ 2] 



<£x\: 2003/3/14 



NHNH 2 



I 'I 




*S(0)n 



[ 3] 



F 3 C^NH 
NH 2 



t 4] 



HN 



H 

^ /CF 3 



A 

I 'I 



NH 



.S(0)n 



#7H 



*], R 2 , A, B, C D, * 1*HM ^ £jL, n £ 0 vJM 2^ ^^t}. 



1 Q/l_lOQ 
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9] 

[3RD- 10] 

^S^-^ -frM ^ ^1^1 4€- 1,2,4-Be]^ -frj£^ SE^r Zl^ 

11] 



